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(57) Abstract 

Compounds represented by general formula (I), nontoxic salts thereof or hydrates of the same; and peroxisome proliferator-activated 
receptor regulating agents containing the same as the active ingredient, wherein each symbol is as defmed in the specification. Because of 
having an effect of regulating PPAR receptor, the compounds of the general formula (I) are useful as hypoglycemic agents, lipid-lowering 
agents, preventives and/or remedies for diseases associating metaboHc errors (diabetes, obesity, syndrome X, hypercholesterolemia, 
hyperlipoproteinemia, etc.). hyperlipemia, arteriosclerosis, hypertension, circulatory diseases, overeating, ischemic heart diseases, etc., HDL 
cholesterol-elevating agents, LDL cholesterol and/or VLDL cholesterol-lowering agents and drugs for relieving risk factors of diabetes or 
syndrome X. 
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20 ;feV>T. ^rt^#fli:'C*4^;i<':t4rvy-Aii51^fStS^k$## (Peroxisome 
Proliferator Activated Receptor ; iJlTx P P A R t B&f Bl" <5 o ) i $ tt 
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j6*^ h fix S (j. Steroid Biochem. Molcc. Biol., 51, 157 (1994) ; Gene Expression., 
4. 281 (1995) ; Biochem Biophys. Res. Comnnm., 23^, 431 (1996) ; MbL 

Endocrinology.. 5, 1634(1992) #eS) o ^hiZ. 7 Mlt^izm^W^. f^mim. 

5 ^m^ii^M, h fvf^m IwHS LX\i^:bZb-i)mhiXX\*>h (Endocrinology., 
132.354(1996) #M) o 

(N I DDM) ^iZn-fh'iknUh LT^JJibifCiJi), |im?sE#<^]^Jfll||=^ ^ 




15 tfz. ^tih<D^7^/vz;ymmiif-<omfk\fim&3m&M(D-^i)^?FAR7 

^^^x;ib*). P PARr <oite^^tt=grli:*:$-^-sc: tTj'JpJWLTv^* 

(Endocrinology., 122, 4189 (1996) ; CelL. SI, 803 (1995) ; CeU., S2. 813 (1995) ; J. 
Biol. (3iem., 220, 12953 (1995) M) » «£o P P A R r 0|te¥ffitt«rig:fc$ 

2 



wo 99/46232 



PCT/JP99/01134 



TMtLX^m'C^it^k.hii^ho ttz. PP AR7 T=f^7. HiPPAR 
7 ®S ^^(O^k^ilCMti i i:**a^tlT V>* (Genes ADevelopmenL, Jfi, 974 

(1996))^ tt-h. PPARy =Srfi&tt'fb1-^<7)<^^^-f PPAR7liei#0|& 

mn^m^?? ARr imjtsmf&^itizmt>^x^*) a biol chem., 222. 

5637 (1997) ^ X XfCcll, SI, 803 (1995)#M) . f^^itX § ^ ^ T VV > 

10 75** $ iLTt (Lancet, 242, 952 (1997)#fl8) » P P A R 7 MiS^rfflKW-f 

^S0i;#J(T>^=f->^ h)^P PARrSSat<^l§S«r^^'e§-5,|il^?Ji{>IS 
^IcflStw^ffl'C^'S t#x.f>*i-5o Science., 2Z4, 2100 (1996)tCI±, PP 

AR 7 «: 'J >®g<bt-& t iZX^X'^<Df^mmiX^^it^f)miff^ilX 

M(o?tmmmx^i> p p A R 7 sei&ssyfij^pjtiiflLiii^T*j, ms^r^j^ 

PPAR7^#<*J<^fe¥iStt«r?|l*y-t'5TV;J'3'^;^ ^;&vMiS 

j^^M<om.^nmx ^ ^ p p a r 7 se^m$iiffli^j{±> nnm^™. ni^^. 
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o 

5 

y^rv-Y mt^m^Dmrnm^w s so-otsj p p a r « ^^w^^ ^ 

t ^>iW^ LT V^-S (Nature., MZ. 645 (1990) ; J. Steroid Biochem. Molec. BioL, 5L 

157 (1994) ; Biochemistry., 22, 5598 (1993)#M) ^ ^tlhO^bif'h^ 

h m'fl:'&-2Kj*«i?H41k L-5^PPARa ^^(Dfmn\t^ IISfiT^^ffl «r:ir L 

dtimmc^f), PPARff35*R|-f^1-S^!feiS14tLT, WO 9 7 3 6 

5 7 9 -t^i^#mitt^f^ffi*«*-5> CI t ibm^^iitio t fz. J. Lipid Res., 32, 
17 ( 1998)tC ti P P A R a ^ ##:<^ iS^^b i oTl^^S 'J t'MB 
15 (HDL) 3U;^Tn-;l/±^f^ffl, -g-LT. ig:?5SV'KSe (LDL) 3 1^ 
Xrn-;u-^@®?&jKi;^}?Se (VLDL) 3Uj^to-;i., $P>lC{ih'j^^ 
V -b K <^1g:Tf^ffl ^r^LTV^^Ct $ tlT V ^ ^ « Diabetes. , 46. 348 (1997) 

20 OTP PAR a^^ifmitt^T::f^7, Y^? ? AR a m&^M<r>§^m.i 
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-If. P?ARd ^^Hf^i^mz^mtLtz <; -ffy P P A R 5 ^m^i)^ 

PPAR^tt^ k^*cp PAR/3. *SvM±ii holi'g-lzttNUC 1 i:*)|S; 
$itTV»;5>o Cltti-eiCP par ^ O^i^^SIti: LT. wo 9 6 O l 4 3 O-^ 

w«a»tci±hNuc 1 B (t hNuc 1 jmimiim^&PVAR'^-r 
9 4 f) hppAR a '>?^iim^-)\^'^yv^f9~<om%i^^nm'^% 

10 'Sit7&5^$iirv^-z,o iJ'c, :Sfi-C{iW0 9 7 2 8 1 4 9^9gjffl*lCi3V^T. 
P P AR 5SaR«v^^fatt5::tL. P P AR ^ ^^M,\^^mtf ^it^m 

np;^xa-;w±#f^fflSr^LTV>^ii:^^§^iL7to tSloT. PPAR5 

PPAR$##:tyti*^Ji: LT. VXy<r>%,m^mJ^^ixX\^^ho 
20 (1) «?lx.{fWO 9 7 2 8 1 1 5-t9g«fl#i;{i, -JK^S: (A) 




(A) 
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(^1^. R^^iiTi^mW.^. C3~l Ov^'OT;u^;i/^;6^t>SIRi$tL, R2A 
ttTK^lS^x C5~107';-;u. C 5~ 1 0^rn7U-;w^:d»ibMif^$fL, 
R4AjiR2A^;J.p,g^$tt. (ZA-WA-) {i Z A-C R 6 Ar 7 $ 
liZ A-CR 6AR7 A-R 8A-|^^^;^5L, R « A{i C R 6 A R 7 A^ 
5 S (0) pA^J*^"^®*^^^. R6Ai5j:trR 7A{d:-g.*l-Pit®2:LT. TlC^lg 

C l->-6T;i/^;U3*»^SiR$*i, XI Ai3j:yfx2A{±-?-;fL-r^L^tea:LT, 
TK^J^^i^. C 1 ~ 1 5 T;i/^;i'. D^>ii^^75^/^^^$^t^ YAfi 
S (O) -O-^i-hMifi^ti, YiA{io. C^:6-^S«^$tL, ZAji 

10 ^*?Lx t A+v Aiili:Ut>l. Q^itfmttz\tyfMa(D2'-4<DW.^<DR 
<bJc^tat>L. pAtiO-2 *^t>L> R3AI±7KK*> Cl-IST^ua 

PAR 5^##:(0|llg5^jT*)<5.ii:««$tLTv^^ {^tp<Dm<OUmim^ 
^^^itmttZo ) o tJt. W09 7 2 7 8 5 XlfWO 9 7 2 

15 8 1 3 7 ^mmmiz ±e t m<ao'fk-&j|&*^ p ? a r ^ s#»:ois!i5aij'c* * 

(2) i/c. wo 9 7 3 1 9 0 7-^§§«B#t::{i. -ife^ (B) 



(^^^ AB(i7x-;i/T?*»).irfB7x-;i/{iioi^{i-?-nm±<7)/Nny> 
1^.^, C 1 -er^l^^;!/. Cl~3 7;i'3^v. C l ~3 7;P:tn7;U3i|[^v, 
-h'J;l'$7tl±-NR7BR8B (R7Bi3j;iyfR8Bji>e^L'Ptl^2:LT, ^fc^ 




(B) 



20 
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R 1 B(i7}c^li^t TtliC 1 - 3 7;u^;i/*gt> L ; 

ZB{i- (C l-ar^l/^V^) 7x-;K *^J4-NR3BR4B;J»f,^^$ 
iiSo ) •C^$*t'5>'fk'g-4&, */i{i^it«boEllfi<jKf»^#i:J^35?, PPARy 
T=f-;^ hfStt=S:^LTv^*c: i:)6«E®$^^Tv>* (^»*'<^^ora»±!l2^§?!6: 
10 SB^SrftJ^LTto ) o 

( 3 ) —Ij. 9-323982 ^^iNB^tCti, -jfe^ (C) 

R«<^ O 

r4C 

15 (RCji R i7tJ4 N (^4,^ R'C(±g^$;n.TV^r^ J: 

j&T;u^;w*-e*;&o ) R4C(i7}c^j|g^it7^:Jii£jRT 
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itT J: * iiT ^ J: r V - ^ v * 

W^^iix ^) J: v»T 7 }\^^)Ut^'y ij ;V'**-;u^J ;t tt— Y c - r 8 c 

V>Sifc*«ia«J$*lTV>-6o t jt, #gi¥8-3 2 5 2 6 4-^^«a», #^3p 
8-325250 ^mmm. W0963841 5 -^^iffl*. i3 <t XTNO 9 8 0 

(4) tJt. #PI¥8-1 0 4 6 8 8-^?gjjffl»JCIi, -jfeS; (D) 



(0)„d4 




T-Y°-CH 
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^(Dm<r>^mii'Z^^^u^^iknLtzc ) o tt:. mm 6 1-85372^ 

(5) -H. M¥l-1 4 3 8 5 6-tWi3B»tc(i, -jK^ (E) 




10 (^tt», XE{i-CR4E = ^ ;^ti-N=, YE{i-CR4E=N-, -N = C 
R4E_^ _CR4E = CR4E-^ -Q-, - S - * 7^::li-N R 4 E ZEji 

- (CH2) .nEO-> -'(CH2) nfiS-^. RlEtt- (CHR7E) ^ j. 

COOR6E4^^ nE{i^>«rMLT0-5. R 2 E{i;g.>(r7K5|, ®jgiT;i'^;l'. 



15 




W^im^Xhiil)^it:ii-0-, -S-*7ttt-NR4E-^ mE{±l-l 5, 

.=srjti*t^o ) xm^ii&it^mitz\i^<Dmm±w^^tii^i}K 'm^^v 

20 -2>o 

(6) #^¥8-5 0 4 1 9 4^^«ll#lwli, (F) 
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x*"— Y^Z^"r 'J -;u '''' A^B'' (F) 

{^^. " TV-^l'F" JiO, 1, 2> 3 ttzii4m<r>nm'T-i^^. S^S«r 

gSI^«:<>7t5ii:V»;d»J/cJ±RiF, R2F^ R 3 F t < ttR 4 F-^g^^fv^tm 
RlF. R2F^ R3Fi5j:orR4F{j^ Cl~l OT;^^;l', C3~8v 

:j»'nT;i'^;i's TU-^i'C o~ 8t;w*;k t^^c o~8t;w^;k Cl- 
io 6T;i'^;i'T5 y C 0~8t;i/^;K C 1 ~ 6 vt;i/+;w75 y C 0~8 t^p 
4r;v. C 1-4 7;w3+>'C0~6T;i'+;i/^3&»<b«'2)a^;i»<b!SS:LTS*^$ 

YF(JC 0~8 7>+;k C 0-8t;i/+;i<'-o-C 0-8 t;1/^;1', co~8 
t;i/^;i/-so„f-c 0~8 7;w4r;w^-c*»). ii-CnF{iO~2<^Jf|^-e 
15 ; 

ZFi5j:l/AF{i (CH2) mF^ (CH2) (CH2) „F^ (CH2),n 

FSO2 (CH2) nF^ (CH2) raFS (CH2) nF^ (CH2) mFSO (C 
H2) nF^*^^^3£LTS4l?$ii. iC:-CmF:&J:t5iiFttO~6;*-^^|ffi2:L 
■CMiJ^$*i^|giK:'C^f). tztzLA^i)^ (CH2) mF'^?^'5»t^^ ZFiJiD^ 
20 APtm^Lfz" TV Wit^J^^< tii imo^f-ti^^i^tWfiit 



RSFjiTjc^^ C 1 ~6 7;i/#;K C 0-6 7;i/+;i^:t-^vC 0~6 7;i'^;i/, 
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R6F^ R7F^ R8F^ R9F, R 1 0 FiJ i JfR 1 1 F {^^ j^^^ C1~8 7;U 

ttz. HiK^ ( I ) xm^ti^it^(^-mi. m^wiw 1-14385 

20 1 ) ( I ) 
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U4>. 

A 1 liC 1 ~ 4 TJU^uymttziiC 2-4 7)U^=.U>mi^t) L. 
A2{i-0-^$7t{l-S-^^at»L. 

5 nJ± 1-5*^^3 L, 
Rili 

(i) tK^I^,^. 
(n) C 1 ~8T;w^;i'^. 
(iii) /Nny^j®^, 
10 (iv) C 1 -4T;U3*i^^, 
(v) -hn^, 
(vi) 

(vii) b 'J>'^np{ h^v^, 

(viii) h ';>'^Op{^;^f-:^-^, 
15 (ix) vT^S, 

(x) C I ~4TA'^;Uf^:i-&. 

(xi) NR5R6^ (^cf:, R5i3j:t;rR6ti-^tt-?'tL?$tILT. TK^li^i 

(xii) ikm^. tfzit 

20 (xfii) ^T^mMiUt>U 
R2|± 

(i) TlC^l)^^. 

(u) C 1 ~4T;w^;i'&, 

(iii) >'^^y>®^, ^TtJi 
25 (iv) b V>'^o>■^;^^=g:^t>L. 
C y c 1 ^{i 
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01) 




ttzii 




C y c 2 ^fi 

(i) Rmm. ttm 

in) ^xn^Sr^feL^ 
5 R3{± 

(i) *^M^F> 

(ii) C 1~8T;1/^;1/^, 

(iii) /Nuy^MT-. 

(iv) C 1-4 7;W3^^S/^ 
10 (v) -hn^, 

(vi) h ';>'^^ptf•;^|&, 

(vii) hU^'Nnpi h^^v/^, 

(viii) h V/^^^f■;^^:t^, 

(ix) '>Ty||. *7tJ± 

15 (x) Cl-'4r)U^}U^t&iUt>L. 

(i) — A*-C— COOR^ ^^ ^J^rfi 

(u) 2, 4— f-TV^'J v>y:J->-5-'<;i'^i^gbL. 

20 (i) 

(ii) CI ~4T;W^^i^^, 

(in) -Cl-4T}U^U>-0-&. tfzii 
(iv) -C 1 ~4 7;i/^^>-S-^$:^t>L> 
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fztzU 

(1) R*it2^tt:ii3mz^^'r^^<Otl. 

(2) R^Tb^zmz^^U AH^M^I^^tfzii^^U>i^t>L. A3)6-*CH 
2) -^^ (I) 



Al(±C l^4Tn^^U>^ttzi±C2-47}V^=-Uy^iUt>L. 
15 A2(i-0-^i/i{i-S-^^r^t)L^ 

n»il ~5*^t>L> 
RHi 

(i) 7K^®^> 
20 (n) C 1 ~8T;i/^;i/^, 
(m) ^NO^^E^, 
(iv) C 1~4T;1'3^v^, 
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(v) ^hn^, 

(vi) h V>'^^p«^;^^, 

(vii) hy>'NnpJ h4rv&. 

(viii) ^'J/^^^■?•;^^:tS, 
5 (ix) 'yT^^. 

(x) c \-Ar)v^)v^tm. 

(xi) NR5R6^ (^43, R^^xxfR^\t^ii^imiLLx. imm-tfz 

ttC 1 ~4 T;i'^;w^«rai3t-o ) > 

(xii) *7t(± 

10 (xffi) ^"fn^^r^tiL. 

R2{± . 

(i) TlC^m^. 

(ii) c i~4t;u+;1'^> 
(Hi) ^Nny>ig^, S/vTti 

15 (iv) h V^>n^^;u^^a^?L. 
C y c 1 ^ti 

Cyc2^tt 
(i) ^m3k. ttzit 
20 (ii) ^TumMi^t>U 

R3{J 

(i) ^m^=Jr. 

(fi) ci~8 7;i/*;i/^, 

(iii) /Nny:/!^^, 

25 (iv) C1~4T;^3^v&. 
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(v) -hn^, 

(vi) h V>'^^pt^;l/^, 

(vii) h'Jv'Nn^ h^'>^^ 
(viu) h V>'>n^-^;l/f^:t^, 

5 (ix) vyy^, ^Ttti 

(x) C 1 ~ 4 T;w^;u^^^5r^t> L, 

(i) — A*-C— COOR^ ttili 
in) 2, 4-f-TV'jy>v^t>-5-'f;i/^'Sr^t>L, 
10 A4{i 

(i) m^^. 

(n) c 1 -4 r;v+i'>^. 

(iv) -C 1 ~4T;u^U>-S-*^r^t)L, 
15 R7; Ri^XV'R^u^ixrimiLLX. t7t(iC 1 - 4 T;V'^;i' 

(1) RUi2Utt:it3mzl^^ti>ii(OtL. 

(2) R456«3filCie^U A4;6?^ig^t7t(i>-f W^Sr^toU A^i^Cii 
20 tS*?L^ Cyc l:d«'^>4f>'Sr^t)i"fc AMijjt^l^V. t/j 

3) (I) •C^$^iS'(b-g^O$ijt:^ffi(cMt'5o 



25 §tm(Dmm^um 
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x-if. T)v^)v^, r)\^r=-n^m. r)\^^=-)vm. 7;i^3^^>^. 7)\^^)v^ 

(E. Z> i/;^. ^ (R. S#:, 

(D. d> . ^u-^YiTyy^m^Zii^mim iMWm. Mtt 

10 f-^w^isit/^cmfx^M^^^^-c^^o 

C l-4T;W3^->Si:ttx ^ xh4r>'. yn>K4rS^, 

C 2 ~4TJi''5^-^>^tfi. a:x-l/>'> yn^~u>, T'-r-l^^^iS 
hi;vNn>^;w^fc{i, 3^nM.^, ^m^=f-s yymm^. iS^Mi^JCJ: 

25 hu^No^ v^i/mti±. s^m^.'f: mu^. yym^^'F. JSSJKiFtc 

3^^^]^^, y^mm^Jr. J^^li^ 
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R$mt li. c 3 ~ 1 5 <^#^. Bw^^mm^ X xf^jS:Mmmi: 

M^\i> i/^uVa/^-y, 'y^u-r^'y. 'y^ u^y^y, -y^u^^-^y, 
5 v:J^^^7'^'>^ -y^uti^i'y. "yi^rjj-fy. vi^nf'*^, -y^u^y 
7-y^ v^n^c^-fe>, -yiru^y9V:i~y^ u^^-9-va.>, ^y^y, 
^y^]yy, ^yry. i-y^vy. yXvy^ -yf^Htvy^ y^.-fyw^^ 
y. ryhv^y^ r-ttyf-uy^ \£yjL=.uy^ ^)V}ih'u^yiruy, 
^y^y {VM-V^^yTy) . ^;ni kd-^ >7'>^ -JM^vni-y^vy^ 

^D^4r"<j-v> irv^D^y^> ( [2. 2, 1] ifv^'D^'/^>) . ev 
^rn:^-^'^'>', kri/^ny-^^, tri/^'Df*^, rr-^y^^y^ifim^fhix 

15 

«rE L/w 1 ~ 4 liog^li^, 1 ~ 2 liOiJ^Ii^-^^ J: tr/ 1 yjili 1 
tfo-;u, -f^^^V-;i/, h»j7V-;u. T^7V-;^^ e^y-^K fVv 
7>> :t^-feVf>, :i-:^'9--tfe>, ■?^:t-7x>'. -?^T'f> {^^}£yy) , 

T4fll*>x ^Ty7V-;W, f-77v>. f-7v7v>, ■?^7 7-lf ^7 

i;7-ift:*>. 'fi'K-^K 'rv-f>K-;i/. ^y^/yyy. ^y^yvyyy^ 
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-7 9y'Jy. i-y^^)'jy. ^y^-9-v>. 4r-fyv>, v>yv:', 

hU7V'J>. hVTVVi^V. Th9y';>> Th7VVi?>, S^b Kn if 
>?ti KDf-:t7 JL>, r h.yH Knf-t7x>, yuKof^T'O (>?tKo 

^y^/v^y^ Kn^ v^>V75>, ^'^-li Kn^f y/^>y77>, y 

t Ko^>yf-:f 7x>^ Ko^>yf-:t7x>', yi:Kn^y^>y 

20 f^*7ji>, /N'-t Ko-f V^>7'^:t-7ji>. v H Ko > 

y v'H Kn^y^ry U >> T KD>f yc^^y >J /I- 11 Kn^ 

75;y, Knf-7"?'V v^:^^ T byH Kn t7-^'; /N*-tKD>f7 
25 f-'Ji?>, v^fc Ko:^y :^"9-'j y, T by k Kn:^y /n'-UKu^ 

vHKnvyyjy, r hy ii Ka v >y V y, /n*- li Kn vy y v 
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-ife>, ^yy^TT-Hi^y. ^y^^r-Jr ^yVTM\£y. ^y 

10 '^>V77-9-*>> ^y^/9-r-JTV-)\^, ^yW)Ty*-)^y. ijyyr-. 
tKnTi^»ji^>. 1, 3-9t^-^-(yrys 1, A-v-^^-^^yvym. 

15 -^^ (I) R2t LTfi. 0^L<liC \-AT)V^)V^t^i)\), 
( I ) tfJ. C y c 1 i: LTt±. ^ L < (i 

*r1llOie>g-^*«AUCi^'&1--6<)Ott*o ) -e^O, L<fi, 

-fe^ (1)4". A^tLX\t. 0* L<liC l~4T;i'^P>^-e*i3, i|# 
L<J±C1~2T;U^^>^ (-CH2-^^ - (CH2) 2-^) "^^ 

-So 
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(I) A3i:LTJ±. jifiL<liCH^-C*>^„ 

( I ) R 4 t LTti. i L < ti — A*-C— COOR ^-C^^o 
-«S:^ (I) A42:LTtt, $fiL<tt#ie^i7ttt-C l'-4 7;U^P 
5 >-0-&tt:l±-Cl'-4 7n^^l^>-S-m'C^*). #tC»JL<l±*ig 

-m: ( I ) 4", R 1 LTii, t L < {ItKHHT. C 1 ~ 8 7;i/^;w^. 
10 ^Noy>igT. hU/>n^ h^v^, tfctth 'pNn^^;l/f-:t*-C*«), # 

-HSL^ il) 4". Cy c 2-C^t>$*L^^^^tLTJ±, »iL<^iC3~ 
-«c^C (I) pf. Cy c 2'ea*>$tL*^xo^i:LT{±, i L < ti 1 - 
2 iiO^i^M^ ^ 1 ~ 2 IHoK^M^iJ i i;^/ * ^{4 1 €<^miliS^ t#tf 5 

^y^y (1, z-vt^^-i yyy) -^h^. %hK^tL<\t'y^^'^A 
y^y (1, 3-y*^-9->f >^^>) -c^^o 

-JJg^ (I) Rl-cm*J$tt-5»^^^t LT(±. if^ t<{4C3~l 
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>^ -y^u^y ^y, v^n^^'i^>, -y^/u^-f^y^ ^y^nit^ ^y^ v 
^uj-fy, %/^xi7'ijyttz\t^y^yxih^. $ ^Jcftff L < lie/^ n 7' 

(I) ^> R i-cat>$tt;5.^-fD^i: LTI±. 0iL<li 1-2100 

5 g^ii?-, 1 - 2m(r>^%m-^^rF/tfz\t\m<mnm--^'^tj^-' \ o 

^^^>(y^y) t^h^. L< {±^Ty7v*-;u (1, 2, 3-^ 

10 rVTV~)V) -c^^o 

5 a M+ 7 a M+ 5 7 i!+ ^ Mi5 J: a 7 M+ <J M^^PJ 
•t^Xi^^-tho mmm.'^tLX\U 0*L<«PPAR$##:aM«(l19?lR). 
PPAR^W5M$y^^PJ. PPAR^#^al!+7M«^J. ttl\±? ^ k 
15 R^S^ a S+ 5 SlWffll^iJ-C* 0 . J L < 14 P P A R^?f^ a M+ 7 M 

iH^jSpJ. iTtiJiPPAR ^M$«ia?fiJ-C*So 

PPAR$^S«^i^l^J^CI4. PPAR^S-Bcra'-;^ bijitrpp a 
R^##7>^'=f^;^K)-^tit^**. ftf*L<(4PPAR^##7=J'-;^ h 
•C^Ox i fjjf* L<{4PPAR$#'»:aMT=i'-7. PPAR^##:<yi! 

20 Td'-;^h, PPAR^^#aS+7ST=r-;^h. tfz\t??kR^^a 

m.+ dm.r^=-7.VXh^. L < (4 P P A R^##: a M+ 7 M7 

i/c»4P PAR ^117:3'-;^ b -cab* „ 

-j^^ (I-a) 
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5 -HSL^ (I - b) 




10 -«^(I-c) 




15 ~^^il-d) 
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-nsc^ ( I - e ) 

5 




-fSi^ ( I - f ) 

10 




-fe^ (I - g) 

15 
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( 1 ) -m: ( I ) t^m^iii^mit^m(oiii>. 
^4^t—,^4-c—cooR^m'o^iit'^. t^h-t^-m: (i-i) 



5 




R 1 - 1^ J: trc 0 0 R 7 - 1 li-g-ii-PtiR 1 is J: OfC 0 0 R 7 a: R 
tMmimt>to ) -e^^tt^jb-g^ii, (n) 



15 




ISt^ (m) 
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HO 



A*— C— COOR^-^ 




m 



5 (IV) 



10 ^(OU^imUhWiMW^imh-fo ) •C^i^ft^^fc^fei:--*^^ (V) 



(n) '^m^iih\}c^t-m.^ (in) -c^^n^^b-g-tfoaSfi^Zj^ 
-e*»}, -^5S: (n) -e^^n^s-fb^JferiJiuf-^j^ (m) T^^a^ 





R« R« 

4^/ 

A^— C— COOR'^-^ 



(V) 
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-b'j;i'> ^>-if>, hJi^j-y^) r^it^ {jV'Jij)\/^yWLV:x.^ 
;k Tyy*;i'**:^iJi^'f y:/De;K i, i' - {T^/Vij)i^^=.)V) ye 
1, 1* -Tv^ex (N, N-v^^-?^;i/*;l/AT5 Kl^) iJiitF* 

5 ;i'*:^7'f #^bT> 0X:~60"Cf. 3-2 Olt^RiD^-^^^SittcJ: 

-iis:^ (IV) -c^^tis-fb^iiiOf-jK^ (V) -c^^tLS^b-^ioao 
{i^^^n-c* >) . m^\t. (IV) -c^^ii^^k^isir;^-*^ (v) -c 

^$*i;&'fi:'&t;^^?SttWMji (xhniiKn77> (THF) . 
10 J^— rJi'. ^it^^U>. ^^nn;j^;i/A, EJ^fb^, ^^-y-v, 
'^^Hfi', v?^'f-;u*;i/i^T^ K (DMF) » v^p« f-;i/-^;k4^^;^r v 

K (DM SO) . ^^•9-^^;w*;^7r7$ K (HMPA) ^) (tK 
miti-Y')^A, B.m'J'^^s h';j^f-;i/T5>, evv^', ^K-tSz-^A 

(2) (I) -C^^iiiit^O^-^. R 4)6*2, 4-f-T!/Uv^>v* 

:j->-5-'f;H&*a^5l-^b'^. ■t=&fe*>-«S:S: (1-2) 




l&jS: (VI) 
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5 ±fBSJSH'&fti-e*>J}. «?lxif, (vi) T^^ti:hit^^XTJ'^t 

Mitia^-^s- 2 om^Rje?-it/z^> ^tjnx.T, oic~?§jSE 

SJSiaffi-C 3-20 l^P5RI&$*4 ^tl,zX*)^ti^:ii:i)^-c^^o 
(3) -«:^ (I) Tm^ii^it^<0^*>. Rl;feJ:t;^C00R7o^*,O 

( I - 3 ) 




15 {^f^. R^-2^XZFCOORf-2ii^ti^tiRi^XZfCOORT tmCM 

t>-to ) •^m^^iii>it^\tmir'ISc^ (i-i) '(^m^ixMt'^m^r}\^ 
20 SlDtc#i-c:tm:oT'fe|iijtt*c:i:^«-C^-5o 
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10 mmm {mm. ^L<{ii^L^<^tS'e-t» (^«Eg^®?%) 'p. o- 

15 ^ ^>-lf>, , '^h^^ m^\t. T-th>. 

h . ^hVJi'^ (Mx.if. 7-fe > m 

25 (4) (I) -C^^tl^jk-^tX^^*). R4 5&«2, 4-^TV*'J5^>v 

•fW.'^m. t^t>-h-1Si^ (1-4) 
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■C^^iiiit^ii. (1-2) t^^^Mt^'irmi^^riiZ 

W. Greene, Protective Groups in Organic Synthesis, Wiley, New York, 1991 Jwffi® $ 

S*^fi?JlCffiififC § -6 iilf J^lCEBS? fi^: m x. Ift. W. Greene. 
Protective Groups in Organic Synthesis, ^^y. New York, 1991{w|B^$ titzi, (DH)^ 
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-j^ (n) . (ffl) , (IV) , (V) iJiir (VI) -^m^Mt^mis ^ 

m^it. (n) ■^^^iliit^(D^-^. 2- (5-P»-f-;l'-2-7a: 

-Jl/^^-ify-;!'- J^^fy -;H±J. Med Chem., 41. 5037-5054 (1998) 

m^\f. (IV) . m i^xv' (VI) •c^$^x-2.fb'^tjj±ii)iT<oac 

10 Ri 1-1 :iSS$tt7t7K^^i7t{±^;u:^;y>*; 
A 4 - 1 : mife-^* Jtlic 1 ~ 4 t;i/^ p >^ : 
A4-2 : -ci~47;u#ix^-0-^*;ttt-Ci~4T;i^^u>-S- 

^; 

TMSCN: h'J^^;i'vV;i/v7-K ; 
15 P h 3 P : h V 7ai-;u5^;^7'f > ; 

addp: 1, 1' - (Tyy*;i/^*-;i/) ve^Uvv, 
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BLBXm^ 1 



T J— p3 Homer-Emmosl^ 

(vn) 



\ / 



rIM^^/^ (CH2)o-2-C-COOH 



(vm) 



pii-i >^ (CH2)o.2-C-COOR7-^ 



(K) 



R8 r9 
(CH2)o.i-C-COOR'^-^ 



,11-1 ^/v 

t5- 



R« R9 
(CH2)2^-C-COOR^-^ 



(X-1) 



(X-2) 



A^^— C-COOR^-^ 



(V-1) 
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(XI) (xn) 
11^3^ R V' 

(XIV) 

p«->;Hb " , (xvn) 



(XVI) 



R» R* 

,11-1 A*^2_q_qqor7.1 

(V-2) 
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A*-^-C-COOR^-^ 



R^'^vw;'* " """" R« R* 



(v-i) ^ T"3-R' 

p8 R® 

"\/ (V) 



^^^.^ ^ A*-^C-COOR^-^ 



A3' 

(V-2) 
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(VI) 
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PPAR ff 7=f->^hfSi4, PPARr 7:^-;^ bfSttiJitf P P AR ^ 7:/ 
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^5.vy^i-—\£ (TK) 7'D^-^'-iETo;i'v7x7— if^fK^-l&m 

^^'^'-t LT> KcaGene Basic Vector 2 (ffip°pi&, ^^-f iJ^U^ No. 

309-04821) ;6»ib;i'v7i7— tf^^3tfsi^?r^'9HiL. T KT'n^- ^ 
OpTK/9 (^n>xiy ^^tt, :&^D^rNo. 6179-1) ii^hJi2t^1k^h<r>'/u^~- 
10 ^'-fSiiiiLTTKyn^-^'- (-105/+51) ^ETO;Wv7j:7— IfitfK 

^:^^^S^T?^^Ga 1 4Se«^E5?lJ, UA S 4 ^)^L/cJ:.>>'^ 
^-y— ga^J^Jf AL, 4XUAS-TK-LU c. Sr«^L. l^^K-^'-itfE 

15 Wmm^l : G a I 4Sef&«^E^JSri^«)iEL/;:x:^yN>-9— ffiyij 
5'-T(CGACXjGAGTACTGTCCrCCG)x4 AGCT-3' 
S^^G a 1 4SeoDNAie'g^«tO*;U^^v;W5K3gt-^F«3$^'»:ii b P 
PARa. 7ttz\±8 ^#^<7) V iSy Ym^^^^m^^'^fz^ y^^Hm 
fiSrHa-f^^^' -*Jj)LTO J: n tCf^JS L/Co 1-^:t>*). KcaGene Basic Vector 
20 2 (iSfpife, m^'f^m ^^'n^TNo. 309-04821) tm^^^i^ ^-hL 

G a 1 45e<0DNAife'^^, l^^ii^h 1 4 7#E *-e<DT 5 y gJE^J 
=£:3-K-r<&DNATJEtcii hPPAR ff . y ttz\t^^(OVify Yt^^m. 
25 ^Srn- K1--&DNA36«7U-A75«'^^ J:9t^ij!'g-LT,PicaGeneBasicVector2 
(Sp°pi&) <07'n^-:J'- . i>/N;/-9--^j^Tm{cjfAL;to iO^, US 
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-ff> Ki^-^^OT ^ y ^^\Z\t S V - 4 0 T-antigenfi5|5«#^f v^-f 
Al aProLysLysLysArgLysVa IGly (SB^J#-t 2 ) 

5 LT> 'f >7A'X>-ifO'^v^;W-f->xtf h-y, Ty r P r o 

TyrAspValProAspTyrAla (E^J#-^3 ) tSiR^ibn K 
:^=SrJiilcEt'5><):^=5:DNAE^J^ LfCo 

H h P P AR a , r (5^^<*:0'J > Kj^-^i^t LTfflv^jt^jgS 
R- Mukherjee'b (J. Steroid Biochem. Molec. Biol., 51, 157(1994)#M) ^ 
10 ME Green (Gene Expression., 4, 281 (1995)#fl^) . A Elbrecht^b (Biochem 
Biophys. Res. Commun., 224, 431 (1996) # M ^ 7t {i A Sdimidt ib (MoL 
Endocrinology., ^, 1634 (1992)#fi3.) kZl^W.^ ixtz\^ V V ? hR^^i^om^^Wi 

lihPPARtf Vj!r>Kje^i^: S e rl67-Ty r468 

15 b h P P AR 7 V m^i^ : S e r y r478 

H h P P AR 5 V Kj|g-&^i* : S e r 139-t y r44i 

(11 h PP ARr 1$##. t h PPARr 2^§<*:-Ct±S e r204_Ty r506 
Iwffi^U :^<|3|i:^EyiJ'e*-5o ) ^rn-Kt-SDNAtfigfflLT^ro iJt. 
^3te¥t=**1-*^=Sr*-:J' r'<< . P P AR V :<r> Kife-^S^^rX^ L 
20 fwG a 1 4®a<^DNAi^'g^^. I#i35>t> 1 4 7#gi t?(^T5 / S?E?>J 

2) 11 bP PAR a. 7 t Jt{i<5$#^«rfflv>t;i/'>7ji9— IfT .y-b-f 

(DMEM) IC^l^MM (GIBCO BRLtt, t^u 
25 No. 26140^61) il^i^B. 1 0%iZ^i>Xo izma ^ h t-*^iiE 5 0 U/ 
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Ga I 4-PPAR|SS^^'^-<0MDNA^1t±«lllia 
fi^^Ai-'& f7 >;^7jc^' V3 XCl^L. iiljaSr^* 10 cm dishtC2 X 

5 1 06cei]sML-ci5§. m.m^^t^j:\^^mmx'~mm^mwiMLfz^k. 

mi Om 1 imx.tzo ^^-^-im^l Oft g. Ga l 

^ -0.5)« g tljpofcctAMINE (ffiSiS, GmCOBRIiH:, * n No. 18324- 
012) 5 0 fi 1 * J: < mfO t> ±fB^«dishtc^Dn Lsto 3 7 t:'??J&«* 5-6 
l^#Kic^t^ 10ml (Omf^^'ZM (GIBCOBRLtt, * No. 26300-061) 

10 2 0%^-^tf^^«:JP£7^:„ 3 7 r-C-llfe^^ L/cf*. b 'J 

twJ:oT55^$-^. 8000 cells/ 1 0 0ml DMEM-1 0 %jg*fJliL*/weUOi8B 

fi 1 ?r«L^o 3 7rt?4 2i^w^^u mmmm^-^. smizvt<>x)u 

15 v7x7— iffStt?ril!l^L/s:o 

PPAR a T=f-;^ hfS^lCMLTJi. PPAR a LT^t^JC;!/ v7 i 
7 — tfSfE^<^^3i:«:«ttjb-C i ^SI^mB^ffc'^* >f ^ V > (Eur. J. 

Biochem., 232, 242 (1996) ; Genes & Development, IQ, 974 (1996)#M) 1 0 /x 
»o;i'v7ai7— tffett^rl.Ot Lfzi:^<o:^^mit'^m.3/x^^i^^<^^ 

20 *t^g144a2 lC/^t7t„ 

PPARr T:^-;^h?&t4tcg9LTIi> P P AR / lcMtT:t^Stw;i/'>7 

I^I^BB^k-^!^ b a ^ >; ^ V> (CelL. 22. 863 (1995). Endocrinology., 137, 4189 
(1996)i3 J: m. Med. Chem., 22, 665 (1996)#M) 1 0 ^ M^SP^<^;1/ v 7 7 - 
25 -Ifffittfr l.Ot Ltz t^(r>:^§^mit^m.Qfi M»l^<Dffi*tf&i4?r^ 2 2 {c^ 

PPAR^T::^-^ hfSttlCM LTIi. 'fk'&ife^r^^ ^S: v^igjiOJi-.^^ L 
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^2 1 

ppar«t:^-x htm 







mmm2 (5) 
niim2 (1 1) 
mmm2 (12) 


2. 1 

0. 8 

3. 2 

1. 7 


m2 2 

p p AR 7 rrf-;^ h^Sftt 






nmn2 (12) 


1. 4 
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U2 3 





m ivM) 
0 1.0 10.0 


mmm2 (22) 

||Jfe«l2 (9 3) 

mmms 


1.0 9.3 66.7 

1.0 3 6.1 5 4.7 
1.0 11.9 6 1.6 



jliilliiirfifiitfBIMt^l&Tf^ffl : 

mmKAyfTi-r^T. (1 ^ 7 E) i 7 MM (#S3 5 - 4 0 g) -CAWm. #fj 

mmma (oq) . i^m. M.mmmu'jssL^mn (hv^^'j-tv k (tg) 

m t-^o*< S^^it«rff*v\ HH J: «) 2 0F^. 2^ll?g^k^t>=S:0.03% (w/w) 



S2 4 





jMiili (mg/dl) TCHt (mg/dl) 
3B 3B 


««?iJ2 (1 2) 
%SI38.9mg/kg/day 


495±35 558+107 
214±19* 221 ±66* 



: p<0.01 vs 3 > h n - ;v (1 W7]B 
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miSiSDyyh ( 1 7 E) 6 Mm-^X^^, v > ir)V^-V\:.x. 1 ^ 
Hi^^i&^B (OB) 9:OOlCJiSHl:6-^I^JfilL. W^. Jlll^JiS ( h U iJnj 

5 -tvK (TG) m . ^mmm (nefa) > m.^v7.TU-)\^ (to h 

tcJ:>SS^35'tt=^ff=&v\ ft/Hi {CL/^o ^B. 17:00 

Jc:$:f|^<k>^S:0.5%*;i/##vptf-;i/-fe;wn-;^ (CMC) TK^TRlcT^jSf 

^^^C5.5%tf-:^7f^. 1.5%3P;^Tn-;K 0.5%3^;l/gSf:ii'&Lfw<) O) 
10 'Sr^L/Co 

1 B i9 : oonJlM»=^^f ^^ii^g-fk-^^^^^Oifiitfiltg 

(TG. NEFA. TCli) ^SrSO^LfCo M:^*a2 5 ic^to =&i3. 
\\.'^\t \ OmgX3/kg/dayCigPj£^«rtf=5:o;to i/t. «|lfl:{i3> 
ho-;ua^ (0.5%CMCO*tS#) i5 J:tr2|5:|&i|'fb'^J^^J|.#M#-e;^ig«:ig 

15 vMiE*i)^*i!Si^»o/co 



S2 5 





TC€ TQii NEFAM 
(mg/dl) (mg/dl) (|iEq/l) 


=7 :x h n — ;i/ 
UMiaj 2(12) 


188±5 147±9 489±66 
70±5** 100±14* 178±14** 



• : p<0.05 vs n > h n (ig^TE) 
: p<0.01 vs 3 > h n -;u (1S^7E) 
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5 m^i 

LDL3U^TO-;i/^J:J//i;t:{iVLDL3l^;^TO-;K7) ^-:^\ , |f ^ 

HDL3 U;^TO-;i/±#f^ffl, LDL 3P7.rU-;l/i5<}:U^/J ;^ct± 
VLDL3U'XTn-;K7)^/J?f^ffl, LTl6Mmmil^$y^^Or&ig|?. t 
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10 fzmmn<Dm'r^t&^^ti^o 

^ifK Mt> ^A— A*7t«5> liltwOi, 1 mg;i» lb 1000m gO$EB-C, 

iBim-A^h^mmn^^^ti^T^. ttztmA-A^tz*), iiatcoi. o.i 

m^Hi^^tti^c *y-b;u^PJ litis ^^'-Vi}'/'t)i'isXXfy7 h*y-b;U7i*'g' 
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mmmm {ir)u^^y^s 7;^/N-7^yK^) ^tm^^n. tmz^^x 

mm. mmim. %im. i^^m. mmu ^mi. ^mu mmm^i^^ 

15 izmmttz\mmLxm^'^mi^<r>mmi^^ti<> mmm. nt^ttz 
\±^ix^x±.(D^mi'K^mm\,zmm. mMtfz\i%it^^xm^^hfi^o 

m^^. tmizxnmij^ti^mmnL mmu mm. ^xm> ^^yu 
. -m. mm^i^^MnR^otDfxo^y^^j-^-A^^tiiio 
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5 <E^$tVTV»-So 



. 15 mmmi 

3 h^v;>{ h^v^:/X7;W7'H K 



20 3-\i Kn^i/^^Xr;!/'/'!! K (2 0g) . n f-;ux--r ;i/ 
(25ml) is 4: O^i^'f vyn \£)\^j.^)UT ^> (114ml) OrhvUK 
n7y> (3 0 0ml) mWi^MlSLizx iWl^WLtZo Rmm^^mz?^?^^^ 
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1) -cittsu rtmnmi^-timmit^ (2 3g) mtzo 

TLC : Rf 0.65 > I Bt®?i^;l/= 3 : 1 ) ; 

NMR (CDQa) : 5 9.98 (s. IH), 7.42-7.56 (m, 3H). 7.30 (m. IH), 5.24 (s, 2H), 
3.50 (s, 3H)o 

5 




10 

7K^'fkT;i/^-'>A ^)f-f7A (690mg) Orh^tKni^yV (60 
ml) ^^Wiiz^^ifil'^mmLfzit^m (3.0g) Orh7iiKn77> 

(4 0ml) ^mimi. ^a-cs o^-iaiiia^L/wo ass-^^atfcisftiiiK 

j:^;w=3 : 1) -Ci^iSL, TfB!^te1i«r;t1-'5^M^b^tf (2.5g) Sr#7to 
TLC:Rf 039{^^'^> :WfM^'^)^=S I 1); 

NMR (GDOs) : 5 7.25 (t. J = 7.5 Hz, IH), 7.10-6.95 (m, 3H). 5.20 (s, 2H). 4.70 
(d, J = 6 Hz, 2H), 3.50 (s. 3H), 1.75 (t, J = 6 Hz, lH)o 

20 
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2 -Clgit L tzit-^ (2.48 g):feJ:i;fh'J7i-;W*;^7-f> (4.64 g ) 

(r>mt:i^^yy (15 0ml) mWizm^i^cM.^ (7.34 g) tjipx., ga-es 0 

»i?if^;i'=5 : 1) T?«SL. TlBt»ttii=^;tt^^S'fl:'^ (4.4lg) 
iLCtRf o.7i('^^'9-> :ftKJ^^^=2 : 1); 

10 NMR (CDCI3) : <y 7.25 (t, J = 7.5 Hz, IH), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.45 
(s, 2H), 3.50 (s, 3H)o 

15 




##i?!l3-eS!litL;t^l:^ (4.41g) , (l.5ml) . 

^K^V-^A (2.45g) ^itrS'^'ft^'JfA (2 5 Omg) OT-feh-hV^W 

20 (5 0ml) mmwL^zn^^m^Ltzo m^m^^Ti^u^hikL. hWL^mmL 

5:1) -r^mUL. TlZm^mtt^mmit^ (2.8lg) «r#;^:o 
TLC:Rf 0.57(^4r'9-i' : B^®?J^^;l'=2 : 1); 

NMR (GDQs) X 8 7.25 (t, J = 7.5 Hz, IH), 7.05-6.90 (m, 3H), 5.20 (s. 2H), 3.80 
25 (s, 2H), 3.75 (s. 3H), 3.50 (s, 3H), 3.10 (s, 2H)o 
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HO 



CH 



>3 



5 



^^(oi^t^^ymm (1 im I) ^spx. ^a-c3 o^m^WLtzo asis 
10 B^Kj^-?^;k= 5 : 1) -cmmu rm^^mit-t^mmit^ (zieg) i% 

TLCrRf o.45(^^'9-> : B^Kx^;u=2 : 1); 

NMR (CDQa) : d 7.20 (t, J = 7.5 Hz, IH), 6.90 (d, J = 7.5 Hz, IH). 6.85 (d, J = 2 
Hz, IH), 6.75 (dd, J = 7.5, 2 Hz, IH), 5.05 (s, IH), 3.80 (s, 2H), 3.75 (s, 3H). 3.10 
15 (s. 2H)o 



2- (3- (4- (4-;^-?';W7ji^;U) f-TV~;U- 2 --f ^I'pi h^v) 7 
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m^mS-cn^Lfzit^ (0.30 g) imt:f^Uy (1 0ml) iZ^MLs 
2-\iVx3^z/;i^)i^-4- (4 -p«'?';w7x-;u) ■^TV-;u (o.34g) ^J: 
O^h 'j7i-;u*;^7'f > (o.44g) i:mK.X.^^-^5^mWLtzo KBm 

5 ^mmizi, 1* -Tyv*;^;}?~;i/v^e^';y> (o.56g) i:mx.x. ma-c 

miS#L7to RI^^m^miZ'J:c^)l^:i.'-T n^imx.. -^SL/Co ^iStSrife 

- : B^^aif-;i/=l 0 : i) -C^IML, TBm^m^^t i>^^m 

10 fb-g^ (0.51 g) «:#f^o 

TLC:Rf 0.56(^+^^> : i^i?Ji^;u=3 : 1); 

NMR (CIOs) : $ 7.79 (d, J = 8.2 Hz, 2H), 7.44 (s, IH). 7.22-7.30 (m, 3H), 
6.91-7.05 (m, 3H), 5.42 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2,39 (s, 3H)o 

15 mmmi (\) ^mmm\ n ^ ?) 
20 mmmi (1) 

6- (3- (4- (4 -p'^Jl/Tx-;!/) •?^Ty-;i'-2-'f;w> h^v) 7 



72 



wo 99/46232 



PCT/JP99/01134 



H3C 




njC:Rf QJ5i^^^y:W^^:i-^n^=2 : d; 

NMR (COas) : S 7.48-7.66 (2H,in), 7.43 (IH, s), 7.28-7.10 (3H. m), 6.88-6.72 
5 (3H, m). 5.41 (2H, s), 3.66 (3H, s), 2.59 (2H, t, J=8.0Hz), 2.39 (3H, s). 2.30 (2H, t, 
J=7.5Hz). 1.74-1.46 (4H, m), 1.45-1.16 (2H, m)o 

5- (3- (\£y3i=.A^-4-^)\^^h^'y) 7x-;w) ^^^^ >K • 
10 xj^f-;v 




TLC : Rf 0J7 (^^^f ^ I mk^^)^=' 4:1); 
15 NMR (0X33) : S 7.30-7.62 (m, 9H), 7.20 (m, IH), 6.77-6.83 (m, 3H), 5.08 (s. 

2H), 3.64 (s, 3H), 2.60 (t, J = 6.8 Hz, 2H), 2.32 (t, J = 6.8 Hz, 2H), 1.59-1.66 (m, 
4H)o 
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4- (3- (fer7i-;i/-4--f;l/^ h^v) 7i-;i/) -/^ • ^ -^^^l/i 




TLC : Rf 0.65 {f^^-^ > : Bt®?j:^;u= 3:1); 

NMR (CXCls) : 5 1.51-1 M (m, 4H). 7.31-7.53 (m, 5H), 7.22 (m, IH), 6.78-6.87 

(m, 3H), 5.09 (s, 2H). 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H). 2.33 (t, J = 7.5 Hz, 2H), 
1.96 (tt, J = 7.5. 7.5 Hz, 2H)o 

4- (3- (4- (4 -p«f-;W7jL-;l/) 'J-rV-)V-2-^ V^'y) 7 



15 




TLC.-Rf 0J9(^^-9-> : fti?x^;u=3 : i); 

NMR (0X33) : 8 1.19 (d, J = 8.0 Ha 2H). 7.44 (s. IH), 7. 18-7.26 (m, 3H), 6.81- 
6.87 (mi 3H), 5.41 (s, 2H). 3.66 (s. 3H), 2.64 (t. J = 7.5 Hz, 2H), 2.39 (s, 3H), 2.33 
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(t, J = 7.5 Hz, 2H), 1.95 (tt, J = 7.5, 7.5 Hz, 2H)o 

4- (3- (2- (5-;>{f^;i/-2-7x-;U:t^'9-V-;i'-4->f;w) J^h 
5 7i-;W) ;i^)l'J:.^7')i' 




TLCrRf 0.39(^^'9-V : S^g6a:^;U=3 : 1); 
10 NMR (CDQa) : S 7.98 (m, 2H), 7.38-7.46 (m, 3H), 7.17 (m, IH), 6.72-6.77 (m, 

3H), 4.23 (t, J =7.0 Hz, 2H), 3.66 (s, 3H), 2.98 (t, J = 7.0 Hz, 2H), 2.60 (t. J = 7.5 
Hz, 2H), 2.38 (s. 3ED, 2.32 (t, J = 7.5 Hz, 2H), 1.93 (tt, J = 7.5. 7.5 Hz, 2H)o 

mm (6) 

15 6- (3- (2- (S-^-^^u- 2 -7aL-;u^^-9-V-;i'-4 --f xh 




20 TLC:Rf 0.51 {^^-^^ : WpM^^)^= 3 11); 

NMR (CIOs) : S 8.04-7.92 (2H,in), 7.50-7.36 (3H, m), 7.16 (IH, t, J=8.0Hz), 
6.80-6.60 (3H, m). 4.23 (2H, t, J=7.0Hz), 3.65 (3H. s), 2.98 (2H, t, J=7.0Hz), 2.56 
(2H, t, J=7.5Hz), 2.38 (3H, s), 2.29 (2H, t, J=7.0Hz), 1.75-1.52 (4H, m), 1.44-1.26 
(2H, m)o 
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^mm\ (7) 

5- (3- (2- (5-^f';i'-2-7i-;i';j-^-9-V-;i/-4--f;i') 



TLC.M o^a^^-^y :mSi:t.^)\^=5 : 1); 

NMR (CDCI3) : S 8.03-7.94 (2H,m), 7.49-7.36 (3H, m), 7.23-7. 12 (IH, m), 6.78- 
10 6.68 (3H, m), 4.23 (2H, t. J=7.0H2), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.64-2.52 
(2H, m), 2.38 (3H, s), 2.38-2.26 (2H, m), 1.75-1.58 (4H, m)o 

2- (3- (3- (e7a:-;i/-4->f h^v) 7x^;i/) •/U\£)V^^) 
15 S^S? • p«-?^;ux;^-f ;u 



TLC:Rf 0.73('^^^^> : B^Kxf-;i/=2 : 1); 
20 NMR (GDQs) : 8 1.51-1 M (m, 4H). 7.3 1-7.53 (m. 5H), 7.22 (dd, J = 9.0, 7.6 Hz, 

IH), 6.79-6.86 (m. 3H), 5.10 (s, 2H). 3.72 (s. 3H), 3.23 (s, 2H), 2.71 (t, J = 7.4 Hz, 
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2H), 2.65 (t. J = 7.4 Hz. 2H), 1.93 (tt, J = 7.4, 7.4 Hz, 2H)o 

2- (3- (3- (4- (4 -^f-;W7a:^;i/) 'f-r'/-)V'-2-^ 



TLC:Rf cesc^^-t^ :ffiK•3:■f•^^=2 : 1); 

10 NMR iCDC^) : * 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, IH), 7. 18-7.26 (m, 3H), 6.82- 
6.88 (m, 3H), 5.41 (s, 2H), 3.72 (s, 3H), 3.22 (s, 2H), 2.71 (t, J = 7.5 Hz. 2H), 2.64 
(t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 1.92 (tt, J = 7.5, 7.5 Hz, 2H)o 

15 6- (2- (2- (5-^^;U-2-7x-;i/:i-^-9-y*-;P-4-'Y;W) 



H3C 




CH3 




CH3 
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TLC:Rf ojicv^-y-^ : S^S?j^^;i/=5 : 1) ; 

NMR (CDOa) : d 7.95-8.00 (m, 2H), 7.40-7.45 (m, 3H), 7.02-7. 17 (ra, 2H), 6.81- 
6.89 (m. 2H). 4.25 (t, J = 6.4 Hz, 2H), 3.65 (s, 3H), 2.99 (t, J = 6.4 Hz, 2H), 2.56 (t, 
J = 7.8 Hz, 2H), 2.38 (s. 3H), 2.26 (t, J = 7.8 Hz, 2H), 1.46-1.76 (m, 4H), 1.22-1.45 
(m, 2H)o 




TLC:Rf 0.56(^^"9-> :fi^K«3^^;P=3 : 1)1 

NMR (CDQa) : S 7.57-7.63 (m, 4H), 7.34-7.52 (m. 5H), 7^24 (dd, J = 8.1. 7.7 Hz, 
IH), 6.87-7.00 (m, 3H), 5.10 (s, 2H), 3.80 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H)o 

2- (3- (2- (5-:'<f-;i/-2 -7a: 4r-9-V-;l/- 4 -'f;!/) JCh 
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TLCrRf ojecN^-t^ : i^K-3^^;i^=3 : i); 

NMR (CDCI3) : S 7.95-8.00 (m. 2H), 1.37-7 M (m, 3H), 7.20 (dd, J = 8.0, 8.0 Hz, 
IH), 6.87-6.90 (m, 2H), 6.80 (dd. J = 8.0, 2.5 Hz, IH), 4.24 (t, J = 6.7 Hz, 2H), 3.77 
5 (s, 2H), 3.70 (s, 3H). 3.07 (s, 2H), 2.98 (t. J = 6.7 Hz, 2H). 2.37 (s, 3H)o 

mm (13) 

5- (2- (2- (5-p«^;v-2-7x-;i/:t^-9-V-;u-4-^;w) j^Y 




TLC:Rf 0.59(^4^•^^> : ftSJJ^f-;i'=2 : 1); 

NMR (CDCy : 8 8.05-7.95 (m, 2H), 7.45-7.35 (m, 3H), 7.20-7.05 (m, 2H), 6.90- 
15 6.80 (m, 2H), 4.25 (t, J = 6.5 Hz, 2H), 3.65 (s, 3H). 3.00 (t, J = 6.5 Hz, 2H), 2.60 (t, 
J = 7 Hz, 2H), 2.40 (s. 3H), 2.25 (t, J = 7 Hz, 2H), 1.80-1.45 (tn, 4H)o 

6- (2- (4- (4-;'tf-;w7x-;i') ^Ty-;w- 2 -'f 7 
20 'N^-'J-^K • pJf-;ux;^r^i' 
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NMR (CDOi) : S 7.79 (d, J = 8.0 Hz, 2H). 7.44 (s, IH). 7.24 (d. J = 8.0 Hz, 2H). 
5 7. 15-7.22 (m, 2H), 6.91-6.98 (m, 2H). 5.42 (s, 2H), 3.65 (s, 3H), 2.73 (t, J = 7.6 Hz, 
2H), 2.39 (s, 3H), 2.32 (t, J = 7.4 Hz, 2H), 1.61-1.77 (m, 4H), 1.38-1.50 (m, 2H)o 

2- (3- (3- (2- (5->f-^;p-2-"7ji-;u^4r"iJ-y~;i'-4->f ;u) 




TLCrRf 029('^^"<f> : B^S?i-?^;w=4 : 1); 

15 NMR (0X33) : S 7.95-8.00 (m, 2H), 7.40-7.46 (m, 3H), 7. 17 (dd, J = 8.1, 8.1 Hz, 
IH), 6.72-6.77 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.71 (s, 3H), 3.22 (s, 2H), 2.98 (t, J 
= 6.8 Hz. 2H), 2.67 (t, J = 6.8 Hz, 2H), 2.63 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H). 1.90 (tt, 
J = 6.8, 6.8 Hz, 2H)o 

20 mmm i ( i e ) 

2- (3- (2- (e7x^;l/-4 J^h^v) y 
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5 iLC:Rf 0M(^^-^> :m&^f-)^=s : 1); 

NMR (CDQa) : S 7.53-7.61 (m, 4H), 7.30-7.47 (m, 5H), 7.22 (dd, J = 8.2. 8.2 Hz, 
IH), 6.78-6.92 (m, 3H), 4.21 (t, J = 7.0 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 3H), 3. 14 (t, J 
= 7.0 Hz, 2H), 3.09 (s, 2H)o 

10 mmmi a 7) 

2- (4-^ao-3- (2- (5-^^;i'-2-7i:::;l/;i-^-9-y-;i/-4 




TLC:Rf o.4i('v^-9-> :B^KJ^f-;w=2 : 1); 

NMR (CDC^) : d 8.00 (m, 2H), 7.50-7.35 (m. 3H), 7.27 (d, J = 8.0 Hz, IH), 6.94 
(d, J = 2.0 Hz, IH), 6.83 (dd, J = 8.0, 2.0 Hz, IH), 4.30 (t, J = 6.5 Hz, 2H), 3.75 (s, 
2H), 3.71 (s, 3H), 3.05 (s, 2H), 3.05 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H)o 

2- (4-tJ^nn-3- (4- (4 ^;W7x-;i/) f^TV-^J^- 2 --f ;w 
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HaC 




TLC:Rf 0.6l(^^"t> : I^S^J^•^^^=2 ! 1); 
5 NMR (CDCI3) : d 7.78 (d, J = 8.0 Hz, 2H), 7.45 (s. IH), 7.34 (d, J = 8.0 Hz, IH), 

7.23 (d, J = 8.0 Ha 2H), 7.11 (d, J = 2.0 Hz, IH), 6.93 (dd, J = 8.0, 2.0 Hz, IH), 
5.49 (s, 2H), 3.77 (s, 2H), 3.69 (s, 3H), 3.01 (s, 2H), 2.38 (s, 3H)o 

^tifefiim (19) 

10 2- (3- (i:f7x-;i/-4 -'f h^v) -4 -:^'^^7a^-;^^f-;^f• 




15 TLC:Rf 0.62 (^^-^^ : B^ffi?J^-?^;w= 2 I 1 ) ; 

NMR (0003) : $ 7,70-7.35 (m, 5H), 7.58 (d, J = 8.0 Hz, 2H), 7.43 (d, J = 8.0 Hz, 

2H), 7.33 (d, J = 8.0 Hz, IH), 7.03 (d, J = 2.0 Hz, IH), 6.88 (dd, J = 8.0, 2.0 Hz, 
IH), 5.22 (s, 2H), 3.77 (s, 2H). 3.70 (s, 3H), 3.00 (s, 2H)o 
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2-(3-((2E)-3 - {\f.7jL:^JV-A-^)V) 'fu^:=.n/-^^'y) y 



5 




ILCiRf 0.63(^^-9-> : g^KJ^^-'l' = 3 I 1); 

NMR (GDQs) : 8 7.53-7.63 (m. 4H), 7.15-7.50 (m, 6H), 6.74-6.93 (in, 4H), 6.45 
(dt, J = 16.2, 5,7 Hz, IH), 4.73 (dd, J = 5.7, 1.4 Hz, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 
10 3.09 (s, 2H)o 

2- (3- (3 - (tr7i-;u-4->f;w) yo^K+v) 

15 




TLC:Rf 0.66(^^-9-> : g^Kxf-;U = 4 : 1); 

NMR (CDQa) : 8 7.19-7.61 (m, lOH), 6.79-6.92 (m, 3H), 4.00 (t, J = 6.2 Hz, 2H), 
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3.80 (s, 2H), 3.72 (s, 3H), 3.10 (s, 2H), 2.86 (t, J = 7.7 Hz, 2H), 2.14 (m, 2H)o 

mwimi (2 2) 

2- (3- (2- (5-;^f-;V'-2-7x-;P:J-4r"9-V^-;i'-4--f;i') 




TLC:Rf 0.50(^4r-9-V : B^®jxf-;l/=2 : 1); 
10 NMR (COas) : 8.00-7.95 (m, 2H). 7.50-7.35 (m, 3H). 7.20 (m, IH), 6.90-6.75 
(m. 3H), 4.25 (t, J = 7Hz, 2H), 3.70 (s, 3H), 3.60 (s, 2H), 3.00 (t, J = 7Hz, 2H), 2.40 
(3H,s)o 

15 2- (3- (tr7Jc-;l/-4--f;U^ h^v) tfu i^>- 5 --f 




20 TLC:Rf 0.22 (g^^xf-;i/ : /v:^-»f> = 1 : 2); 

NMR (CDOs) : 8 8.32 (d, J = 3.0 Hz, IH), 8.18 (d. J = 2.0 Hz, IH), 7.70-7.30 (m. 
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lOH), 5.16 (s, 2H), 3.81 (s, 2H), 3.72 (s. 3H), 3.06 (s, 2H)o 
(2 4) 

2- (3- (4* -7*0 tf;i/tr7x-;u-4 h^v') 7x-;l/^f-;i/ 
5 SSJ- ^^^»^J^;^r;^ 




TLC:Rf QASi^^-^y :W^M^^}^=3 : 1)', 

10 NMR (CEXTls) : d 7.60 (d, J = 8.4 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.49 (d, J = 
8.4 Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.24 (dd, J= 7.7, 7.7 Hz, IH), 6.87-7.00 (m, 
3H), 5.10 (s, 2H), 3.81 (s, 2H), 3.72 (s,.3H). 3.08 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 
1.68 (tq, J = 7.4, 7.4 Hz, 2H), 0.98 (t, J=7.4 Hz, 3H)o 

15 mm m (2 5) 

2- (3- (4- {\£') 'Jy-A-^ b4rv) 7 jL-;i/p{ 
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TLCrRf 0.50(B^®Jt:f-;l/) ; 

NMR (CDQa) : S 8.67 (d. J = 4.5 Hz, IH), 8.66 (d. J = 4,5 Hz, IH), 7.67 (d, J = 
8.6 Hz. 2H), 7.50-7.58 (m, 4H), 7.26 (dd, J = 8.0, 8.0 Hz. IH). 6.80-7.01 (m, 3H), 
5 5.13 (s, 2H), 3.81 (s. 2H). 3.72 (s, 3H), 3.09 (s, 2H)o 

2- (3- (4- (\d^)'J>-3-^)\^) 7x~;Ppi h4ri/) 7x-;i/^f-;i/ 



TLC:Rf 0.77('^^-9-> : ftKJ^^^l'= 1 19); 

NMR (0X13) : S 8.86 (d, J = 2.4 Hz, IH), 8.60 (dd, J = 5.0, 1.6 Hz, IH), 7.89 
15 (ddd, J = 8.0, 2.4. 1.6 Hz. IH), 7.62 (d, J = 8.2 Hz, 2H), 7.55 (d. J = 8.2 Hz, 2H), 
7.38 (dd. J = 8.0, 5,0Hz, IH), 7.26 (dd, J = 8.0, 8.0 Hz, IH), 6.87-7.01 (m, 3H), 
5.13 (s. 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H)o 

^*fc^l (2 7) 

20 2- (3 - (4-(l, Z-'Jt^'^^yry-^-^ )V) F^^v) 
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iLC:Rf 0Ai{^^^y:W^^j^^)\^=3 : 1); 

Nm. (GDQs) : d 7.54 (d, J = 8.4 Hz. 2H), 7.47 (d, J = 8.4 Hz, 2H), 7.25 (dd, J = 
5 7.9, 7.9 Hz, IH), 6,86-7.08 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.81 (s, 2H), 3.72 (s, 
3H), 3.08 (s, 2H)o 

^mMl (2 8) 

2- (3- (4- (If Vi^>-2-'f;w) 7x-;l/^ h^^iz) ^i-^Wpif-;!/ 
10 ^t) Bl^' ^^)i^^:^f-)^ 




TbC'.Kf 0.47(^^-9-^ : i^KJ^f-;i'= 2 : 1) ; 

15 NMR(CDC13): S 8.70 (d, J = 4.6 Hz, IH), 8.01 (d, J = 8.6 Hz, 2H), 7.74-7.77 (m, 
3H). 7.54 (d, J = 8.6 Hz, 2H), 7.24 (m, IH), 6.75-7.00 (m, 3H), 5. 13 (s, 2H), 3.80 (s, 
2H), 3.72 (s, 3H), 3.08 (s, 2H)o 

^*fe^l (2 9) 
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2- (5- (lf7x-;i'-4-'f;Wp< h^y) - 2 h cr7x-;wpi f-;i'f- 




TLC:Rf 0.38(^^-9-> : i^®?xf-;i/=4 : 1) ; 

NMR (GDOs) : 5 8. 14 (d, J = 9.0 Ha 1H). 7.57-7.65 (m, 4H), 7.45-7.52 (m, 3H), 
7.36-7.45 (m, 2H), 7.08 (d, J = 2.8 Hz, IH), 6.97 (dd, J = 9.0, 2.8 Hz, IH), 5.22 (s, 
2H), 4.22 (s, 2H), 3.71 (s, 3H), 3.07 (s. 2H)o 

mmni (3o) 

2- (3- (tr7i-;i/-4-'f h^v) -4-- ^^7Jl-;^p<f•;^f• 



15 




TLCiRf 0.34(^^^J-> : ft®?xf-;l/=4 : 1); 

NMR (CDCI3) : 5 7.85 (d, J = 5.5 Hz. IH), 7.53-7.63 (m, 6H), 7.42-7.48 (m, 2H), 
7.33-7.38 (m. IH), 7.20 (d, J= 1.0 Hz, IH), 7.01 (dd, J =5.5, 1.0 Hz, IH), 5.31 (s, 
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2H), 3.83 (s, 2H), 3.71 (s. 3H), 3.00 (s, 2H)o 

2- (3- (4- (1, 3-v^^-9--f >^^>-4--f;i') 7x-;i/^ h^v) 
5 7i-;upff-;w^:i-) Bt^ • ->»f-;i'x;^>f;i' 



iLC : Rf 0.52 (^+"^^ > : B^Kj^-?'^1'= 3 : 1 ) ; 

10 NMR (CDa3) : S 7.74 (d, J = 8.4 Hz, 2H), 7.50 (d, J = 8.4 Hz, 2H), 7.24 (dd, J = 
7.8, 7.8 Hz, IH), 6.80-7.09 (m, 6H), 6.02 (s, 2H), 5.11 (s. 2H), 3.80 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H)» 

mm (3 2) 

15 2- (3- (2-7x-;u^TV-;w-4-'f h^S') 7 jc-;i'^-^;uf^ 



20 TLC:Rf 0.38 (^^-9- > : B^®?:i^^;l'= 4 11); 

NMR (CDCI3) : S 7.92-7.99 (m, 2H). 7.43-7.48 (m, 3H). 7.32 (t, J = 1.0 Hz, IH). 
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7.26 (dd J =7.9, 7.9 Hz. IH), 6.90-7.04 (m, 3H), 5.27 (d, J = 1.0 Hz, 2H). 3.81 (s. 
2H), 3.72 (s, 3H). 3.09 (s, 2H)o 

m m ni (3 3) 

5 2- (3- (2- (5-^^;W-2- {4-s*^)]^y:c-)U) t^-^^/-)V- 




10 iLCrRf o.8i(^^'9-> :S^S?J^f-;i'=i : d; 

NMR (CDQs) : S 7.86 (d, J = 8.2 Hz. 2H), 7.25-7. 16 (m, 3H), 6.90-6.76 (m, 3H), 
4.24 (t, J = 6.7 Hz, 2H), 3.78 (s, 2H), 3.71 (s,. 3H), 3.08 (s, 2H). 2.97 (t. J = 6.7 Hz. 
2H), 2.39 (s, 3H), 2.37 (s, 3H)o 

15 mmmi (3 4) 

2- (3- (2- (2 -7x-;l/f-Ty-;i'-4 -'f ^W) J^h^v) 7i-;u 




20 

TLC:Rf o.39(^^-9-> : B^^J^f->'l/=4 : 1) ; 

NMR (CDas) : (J 7.92-7.96 (ra, 2H), 7.41-7.46 (m. 3H), 7.23 (dd, J = 8.4, 8.4 Hz, 
IH), 7.07 (s. IH), 6.81-6.93 (tn. 3H), 4.37 (t. J = 6.6 Hz, 2H), 3.79 (s, 2H). 3.71 (s. 
3H), 3.31 (t, J = 6.6 Hz, 2H), 3.09 (s, 2H)o 
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(3 5) 

2- (3- (2- (5-pJf-;l'-2 - {4-h^)yn^tU;i^)Vy3i=.)V) t 

5 




TLCiRf 0.22(^^-9-:^ : S^K^f-;i'= 2 : 1) ; 

10 NMR(CDa3): $ 8.09 (d, J = 7.6 Hz, 2H), 7.69 (d, J = 7.6 Hz. 2H). 7.19 (m, IH), 
6.89 (ID, 2H), 6.8 (d. J = 7.2 Hz. IH), 4.25 ( t, J = 6.5 Hz, 2H), 3.78 (s. 2H), 3.72 (s, 
3H), 3.09 (s, 2H), 2.99 (t, J = 6.5 Hz, 2H), 2.41 (s, 3H)o 

mii&mi (3 6 ) 

15 2- (3- (2- (2 -7ac^;i/:i-^-9-y-;u-4 — J-h^'y) 

20 TLC : Rf 0.40 {^^^^ g^i?i^;i/= 3 11); 

NMR (CDOs) : 5 8.00-8.05 (m, 2H), 7.58 (s, IH), 7,41-7.46 (m, 3H), 7.23 (dd, J 
= 8.0, 8.0 Hz, IH), 6.81-6.93 (m. 3H), 4.29 (t, J = 6.5 Hz, 2H), 3.79 (s, 2H), 3.72 (s. 
3H), 3.09 (t, J = 6.5 Hz, 2H). 3.09 (s, 2H)o 
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2- (3- (2- (5-P«f-;l'-2- (4-7;i/:*-n7x-;i/) 



5 




TLC:Rf o.62(^^-9-> : S^®?J^f-;i'= 1 : 1); 

NMR (CDOs) : S 7.96 (m, 2H), 7.06-7.24 (m, 3H). 6.91-6.74 (m, 3H), 4.23 (t, J = 
6.6 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz. 2H), 2.38 (s. 
10 3H)o 

2- (3- (2- (5-p«f-;i'-2- (1, 3-'Jt=^^-(yr>-5--( n^) 

15 -rJU 




TLC:Rf o.84(^^-9-> : B^K^-f ;i/= 1 : 1); 

20 NMR (COaj) : $ 7.52 (dd, J = 8.0, 1.4 Hz, IH), 7.43 (d, J = 1.4 Hz, IH), 7.19 (d, 
J = 8.0 Hz, IH), 6.91-6.77 (m, 4H). 6.01 (s, 2H), 4.23 (t. J = 6.7 Hz. 2H). 3.78 (s. 
2H), 3.71 (s. 3H). 3.08 (s, 2H), 2.95 (t, J = 6.7Hz, 2H), 2.35 (s, 3H)o 
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5- (3- (3- (5--^f-;W-2-7i-;U*4r-9-V-;i/-4-'f;W rfu 



5 




TLC:Rf 0.64(^^'^> : B^g?J^^^l'=2 I 1); 

NMR (CrOs) : * 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (dd, J = 8, 7.5 Hz, 
IH). 6.80-6.70 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.65 (s, 3H), 2.70 (t, J = 6 Hz, 2H), 
10 2.60 (m, 2H), 2.35 (m, 2H), 2.30 (s, 3H), 2.15 (m, 2H). 1.70-1.50 (m, 4H)o 

2- (3- (2- (5-^-?';W-2- (4-^'OD7i~;W) r^-^-tV^-^W- 




TLC:Rf o.83(^^-9-> : ftKif-;l'=2 : 1); 

NMR (CDCI3) : 8 7.93 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.27 (t, J = 
20 7.9 Hz, IH), 7.06 (m, IH), 6.92 (d, J = 8.0 Hz, IH), 6.82 (d, J = 8.0 Hz, IH), 4.27 (t, 
J = 7.8 Hz, 2H), 3.88 (s. 2H), 3.70 (s, 3H), 3. 15 (s, 2H), 2.97 (t, J = 7.8 Hz, 2H), 
2.39 (s, 3H)o 
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2- (3- (5->'9'il'-2-7i-;i/*#'ty-;i/-4--f;Wp« h^i/) 7 




TLC:Rf 0.56('^4r•»^^ : ftKJC.f-;i/=2 : 1) ; 

NMR (CDCI3) : S 8.05-8.00 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 

10 IH), 7.05-6.90 (m. 3H), 5.00 (s, 2H), 3.80 (s. 2H), 3.75 (s, 3H), 3.10 (s, 2H), 2.50 (s, 
3H)o 

2- (3- (3- (5-^f-;i'-2 -7ji:-;i/:t^-9-V-Ji'-4 --f ;!/) 7'n 




TLC:Rf o.53(^^-9-> : g^®ii^;u=2 : 1); 
20 NMR(CDa3): d 8.00-7.95 (m. 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5. 7.5 Hz, 
IH), 6.95-6.75 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.80 (s, 2H), 3.75 (s. 3H). 3.10 (s, 
2H), 2.70 (t, J = 7 Hz, 2H), 2.30 (s, 3H), 2.15 (m, 2H)o 
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2- (3- (2- (5-P«^;i/-2-7x-;l/:t^"9-y-JW-4-'r;P) a^h 




TLC:Rf 0.48(^^*9-^' : g^K^^^;i'=3 : 1) ; 

NMR (CDQs) : ^ 7.97-8.02 (m, 2H), 7.41-7.46 (m, 3H). 7.22 (dd, J = 8.0, 8.0 Hz, 

10 IH), 6.76-6.81 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.64 (s, 3H), 2.99 (t, J = 6.5 Hz, 
2H), 2,38 (s, 3H), 1.55 (S, 6H)o 

^^mi (4 4) 

2- (3- (2- {5-^9-}\^-2- (2-^f-;U7i-;i') :t^-9-y-;U- 




TLC : Rf 0.70 {^^-^ > I g^iJxf^;i/= 2:1); 
20 NMR (CDCI3) : 5 7.91 (m, IH), 7.25-7. 15 (m, 4H), 6.90-6.77 (m, 3H). 4.25 (t. J = 
6.7 Hz, 2H), 3.77 (s, 2H), 3.68 (s, 3H), 3.06 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.65 (s, 
3H), 2,36 (s, 3H)o 
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US) 

2- (3- (2- (5->-?-;i'-2- (3 -^■^'JUVx-;!/) :j-iir^f'/-;i/_ 




TLCiRf o.64{^^-9-> :S^^j^^;i'=2 : 1); 

NMR (GDOs) : 8 7.81 (s, IH), 7.76 (d, J = 8.0 Hz, IH). 7.32-7. 14 (m, 3H), 6.89- 
10 6.76 (m, 3H), 4.23 (t, J = 6.6 Hz,2H), 3.75 (s, 2H), 3.67 (s, 3H), 3.06 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.37 (s, 3H), 2.35 (s, 3H)o 

2- (3- (2- (5-;>{f-;i^-2- (4 h^v7 :j-itp^f 




TLC-.Rf o.43(^^"t> : ft^J^f^iiz-s : 1); 

20 NMR (CDQa) : <5 7.92 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8. 1, 8. 1 Hz, IH), 6.94 (d, 
J = 9.0 Hz, 2H). 6.88-6.98 (m. 2H), 6.81 (m, IH), 4.24 (t, J = 6.7 Hz, 2H), 3.85 (s, 
3H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.36 (s, 3H)o 
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^^^1 (4 7) 

2- (3- (2- (5->-?';l^-2- (4--hn7i-;W) :t+-9-y-;W- 



TLCiRf o.32(^^-9-:^ : fti^J^^JU^S : d; 

NMR (CDQa) : S 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 

8.0, 8.0 Hz, IH). 6.77-6.91 (m, 3H), 4.26 (t, J = 6.5 Hz. 2H), 3.78 (s, 2H), 3.72 (s, 
10 3H), 3.09 (s, 2H). 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H)o 

2- (3- (2- (5-;^f•;^-2-7i-;^:i-^■^^v^-;^-4--f;^) o^h 



TLC:Rf o.45(^^^f>:B^SJxf^;i/=3 : d: 

ISfMR (CDCls) : S 7.96-8.00 (m, 2H), 7.40-7.46 (m. 3H), 6.91 (m, IH), 6.77-6.81 
20 (m, 2H), 4.23 (t, J = 6.6 Hz, 2H), 3.73 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 
6.6 Hz, 2H), 2.38 (s. 3H)o 




CH3 
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2- (3- (2- i5-^^}i^-2-yjL-)Ut^^V-)\^-4-^)U) J.h 



TLC:Rf 0.48(^^■^^> : g^^-x^;W=5 : 1) ; 

NMR (CDQa) : 5 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.07 (t, J = 7.9 Hz, IH), 
6.85-6.77 (m. 2H), 4.24 (t, J = 6.5 Hz, 2H), 3.83 (s, 2H), 3.73 (s, 3H). 3.11 (s, 2H), 
3.00 (t, J = 6.5 Hz, 2H), 2.38 (s, 3H), 2.21 (s, 3H)o 



(5 0) 

2- (1- (3- (2- (5-p<-f;u-2-7i-;w:j-^-9-V-;w-4-'r;i/) 

ft^ • ;>Jf-;i/jc;^-f;u 



TLC:Rf OMi^^'^y :^m^f-)v=A : 1); 

NMR (CDCI3) : S 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.21 (t, J = 8.2 Hz, IH). 
6.94-6.89 (m, 2H), 6.82-6.76 (m, IH). 4.25 (t, J = 6.7 Ha 2H), 4.10 (q, J = 7.2 Hz, 
20 IH). 3.67 (s, 3H). 3.02 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.39 (s, 3H), 1.55 (d, J = 
7.2 Hz, 3H)o 




IS 
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^^ifc^i (5 1) 

2- (3- (2- (5->^;^-2-7i-;^:^-^•^^y-;^-4-'f;^) -i 



5 




•ILC:Rf0.72(^^^t-> : S^iJXf-;U=2 : l)o 

mm (5 2) 

10 2- (3- (2- (5-b'J7;i/^D;>tf^;U-2-7i-JW:f^-ifV-;i/-4 




15 TLCrRf 0.37 (^^"tv : g^KJ^f-;w= 4 : 1); 

NMRCCDQs) : S 8.10-8.00 (m., 2H), 7.55-7.41 (la, 3H), 7.21 (dd, J = 8.0, 8.0 
Hz, IH), 6.94-6.75 (m, 3H). 4:31 (t, J = 6.5 Hz, 2H), 3.77 (s, 2H), 3.71 (s. 3H), 
3.25-3. 14 (in, 2H), 3.08 (s, 2H)o 

20 1 (.53) 

2- (3- (2- (5->f-;l'-2-7i-;i'^^1^V-;u-4-'f 7'n 
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TLC : Rf 0.54 (f^^^y I mkJ=-f-)^= 3 : 1 ) ; 

NMR (CDOs) : S 8.00-7.94 (m, 2H), 7.44-7.37 (m, 3H). 7.29 (t. J = 8.2 Hz, IH), 
5 6.89-6.86 (m, 2H), 6.79 (dd, J = 8.4, 2.0 Hz, IH), 4.17-4.03 (in. 2H). 3.77 (s. 2H), 
3.71 (s, 3H), 3.26-3.15 (m. IH), 3.08 (s, 2H), 2.37 (s, 3H), 1.41 (d^ J = 6.8 Hz, 3H)o 



I (54) 



2- (3- (2- (5-^^;u-2-7x-;u:t^-9-V-;w-4 --r;v) J-h 




TLx::Rf ojsi^^-^y :Bfk^f-)\^=7 : i); 

15 NMR (CX)Cl3) : 5 8.00-7.94 (m, 2H), 7.46-7.38 (m. 3H), 7.20 (t, J = 8.2 Hz, IH). 
6.90 (m, 2H), 6.82-6.75 (m, IH), 4.24 (t, J = 6.8 Hz, 2H). 4. 17 (q, J = 7.2 Hz, 2H). 
3.82 (d, J = 13.4 Hz, IH), 3.74 (d. J = 13.4 Hz. IH). 3.28 (q, J = 7.0 Hz. IH). 2.98 (t, 
J = 6.8 Hz, 2H), 2.38 (s. 3H), 1.38 (d, J = 7.0 Hz, 3H), 1.28 (t, J = 7.2 Hz , 3H)o 

20 ^^^Jl (5 5) 

2- (3- (2- (5-^^;W-2- (4-xf^;l/7ji-;i/) 
4-'f;i/) J^h^v) 7i-;upif-;i/f-:*-) S®?- ^■?-;uj:..xf-;i' 
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TLC:Rf o.57(B^^j^^;i' : ^^•9->= 1 I 2); 

5 NMR (CDCla) : S 7.88 (d, J = 8.0 Hz, 2H), 7.25 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, IH), 6.95-6.75 (m, 3H). 4.24 (t, J = 6.5 Hz, 2H). 3.78 (s, 2H). 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.25 (t, J = 7.5 Hz, 3H)o 

10 ^mmi (5 6) 

2- (3- (2- (5-^'?^;l'-2- (2, 2-Vy)\^tu-l, 




15 F 

TLC : Rf 0.59 (ftgji-?';!' : ^^-y- > = 1 : 2 ) ; 

NMR (CDCI3) : S 7.75 (dd, J = 8.0, 1.0 Hz, IH), 7.69 (d, J = 1.0 Hz, IH), 7.21 
(dd. J = 8.0, 8.0 Hz, IH), 7. 10 (d, J = 8.0 Hz, IH), 6.89 (d, J = 8.0 Hz, IH), 6.88 (s, 
20 IH), 6.80 (d, J = 8.0 Hz, IH), 4.23 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.09 (s, 2H), 2.96 (t, J = 6.5 Hz, 2H), 2.38 (s. 3H)o 
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2- (3- (2- (5-p<f-;i'-2- (4-"/obr;i/7i-;i') rj-^Hfy-;!/ 



5 




TLC:Rf 0.63 (ltKxf^;i/ : ^4r't> = 1:2); 

NMR (CDCI3) : 5 7.88 (d, J = 8.5 Hz, 2H), 7.23 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, IH), 6.95-6.75 (m, 3H), 4.24 (t, J =7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
10 3H), 3.08 (s, 2H), 2.97 (t, J «= 7.0 Hz, 2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H)o 

2- (3- (2- {5-^^)1^-2 - {A-^V/U\£)V-7 3i-)V) 




TLC:Rf o.60(S^^xf-;^ : ^^-9-^= 1 : 2); 
20 NMR(CDCl3): 8 7.89 (d, J = 8.5 Hz. 2H), 7.28 (d, J= 8.5 Hz, 2H), 7.21 (dd. J = 
8.0, 8.0 Hz, IH), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s. 2H). 3.71 (s. 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.94 (m, IH). 2.37 (s, 3H), 1.26 (d, J = 
7.0 Hz. 6H)o 
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^liftfiH (5 9) 

2- (3- (2- (5--^f-;l'-2 -7x~;l'f-7V-;l^-4-'f ;W) xb^lr 




TLC : Rf 0.54 (^^-9" > I ftKJ^f-;i/= 3 : 1 ) ; 

NMR iCDdi) : <J 7.89-7.83 (m, 2H), 7.45-7.36 (m, 3H), 7.21 (t, J = 8.0 Hz, IH), 

10 6.91-6.77 (m, 3H), 4.33 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H). 3.71 (s, 3H). 3.19 (t, J = 
6.8 Hz, 2H), 3.08 (s, 2H), 2.47 (s, 3H)o 

mm m (go) 

2- (3- (2- (5-;<^;u-2- (4 -r-^;u7 




TLC : Rf 0.59 B^®JJi-?^;i/= 2 : 1) ; 

20 NMR (CDCI3) : S 7.90 (d, J = 7 Hz, 2H). 7.25-7.15 (m, 3H). 6.90-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.75 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H). 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t. J = 7 
Hz.3H)o 
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2- (3- (2- (5.-J^^;w-2-7x-;i/^^-9-y~;w-4 -'f ^w) 




TLC : Rf 0^7 (^4ri?- V : ftKxf-;i/= 3:1); 

NMR (0x33) : d 7.96-8.01 (m. 2H), 7.40-7.48 (m, 3H). 7.21 (dd. J = 8.0. 8.0 Hz, 
10 IH), 6.87-6.90 (m, 2H), 6.79 (m, IH), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.99 (t, J = 6.6 Hz, 2H), 2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J = 7.6 
Hz,3H)o 

15 2- (3- (2- (5-p<f^;W-2- (2, 3, 5, 6 -t V y 7 )i^txn - 4 

t^-9-y*-;u-4 --f;u) J^h^v) 7x-;i/;>{ 

F F 

20 

TLC:Rf OASi^^-^y :^m^^n^=4 : 1); 

NMR (CDCI3) : S 7.21 (dd, J = 8.0, 8.0 Hz, IH), 6.94-6.75 (m, 3H), 4.25 (t, J = 
6.4 Hz, 2H). 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.03 (t, J = 6.4 Hz, 2H), 2.42 (s, 
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3H), 2.36-2.30 (m, 3H)o 
^mmi (6 3) 

2- (3- (2- (5-p<-^;i'-2- (4-^^^;w7i-;i/) t^-9-y-;i/ 




10 NMR (CDQa) : 8 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.95-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H). 3. 80 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 3.00 (t. J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.40-1.25 (m, 4H), 0.90 (t, ' 
J = 6.5Hz,3H)o 

15 ^mm\ (6 4) 

2- (3- (2- (5-^f-;i'-2- (3-i^nn-4->f^;P7ji-;i/) t 




20 CI 

TLCrRf o.47(^^-t> : g^St-^^;v=3 : 1); 

NMR (CDQa) : d 7.96 (d, J = 1.8 Hz, IH), 7.75 (dd, J = 7.8, 1.8 Hz, IH), 7.28 (d, 
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J = 7.8 Hz, IH), 7.21 (dd, J = 8.0, 8.0 Hz, IH), 6.88-6.91 (m, 2H), 6.79 (m, IH), 
4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 
2H). 2.41 (s, 3H), 2.38 (s, 3H)o 

mm^ i (g5) 

2- (3- (2- (5-;^^;l/-2 -v^n^4r'>;U:j-^-9-l/-;i'-4 -'f;!/) 




lLC:Rf 0.65('^^-9-> : B^SJ-3^^Jl'=2 : 1); 

NMR (CDCI3) : d 7.20 (m, IH), 6.95-6.70 (m, 3H), 4. 15 (t, J = 7.5 Hz, 2H), 3.80 
(s, 2H), 3.75 (s, 3H), 3.15 (s. 2H), 2.90 (t, J = 7.5 Hz, 2H), 2.70 (m, IH), 2.25 (s, 
3H). 2.10-1.20 (m, 10 H)o 

^Hf^mi (6 6) 

2- (3- (2- (5-^^;i'-2- (4- {2-:^^)U'fu\£)V) 7jl-;1/) 




CH3 



TLC:Rf 0.58(^+'9-> : ftKxf^;i'=2 : 1)1 
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NMR (CDOs) : d 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m. 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 7 Hz, 2H). 3.80 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2,50 (d, J = 8 Hz. 2H), 2.40 (s, 3H), 1.90 (m, IH), 0.90 (d, J = 7 Hz, 6H)o 

mmmi (e ?) 

2- (3- (2- (5-p«f-;i'-2- (4-t -r^^l'^JL-;!/) t^"^^/- 




lLC:Rf O^Oi^^^y :W^^:i-f-P=2 11); 

NMR(CDq3): $ 7.90 (d, J = 8 Hz, 2H), 7.45 (d, J = 8 Hz, 2H), 7.20 (dd. J = 8, 8 

Hz, IH), 6.90-6.75 (m, 3H). 4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 
2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H)o 

mm ni (6 8) 

2- (3- (2- (5-^f-;P-2- (4-v^'D^^v;l/7i-;i/) t^-^ 




TLC:Rf 0.42(^^-9-> : ft®JJi^/l/=4 11); 

NMR (CDCI3) : S 7.88 (d, J = 8.3 Hz, 2H), 7.26 (d, J = 8.3 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0Hz, IH), 6.87-6.90 (m, 2H), 6.80 (m, IH), 4.23 (t, J =6.8 Hz, 2H), 3.78 (s, 
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2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.53 (m, IH), 2.37 (s, 3H), 
1.70-1.94 (m, 4ED, 1.30-1.53 (m. 6H)o 

5 2- (3- (S-pt^^W-a- (1, 3-v^:t#-9->f >^>-5-^;W) 




10 TLCiRf o.50(^^^^> : B^®?j:-^;i'= 4 : 1) ; 

NMR (CDOs) : d 7.55 (dd, J = 8.0. 1.8 Hz, IH), 7.47 (d, J = 1.8 Hz, IH), 7.21 
(dd, J = 8.0, 8.0 Hz, IH), 7.08-7.02 (m, IH), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 
2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.43 (s, 3H)o 

15 ^mmi (7 0) 

2- (3-.(5-^-?';i'-2- (4-'f vyntf;i/7i-;l/) 




20 

TLC : Rf 0.50 (^^"^ > : B^gSxf-;i/= 4:1); 

NMR (CDaj) : 5 7.93 (dd, J = 8.5. 2.0 Hz, 2H), 7.35-7.18 (m, 3H), 7.09-7.03 (m, 
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IH), 6.96-6.84 (m, 2H), 5.02 (s. 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.94 
(Sep., J = 7.0 Hz, IH). 2.43 (s, 3H), 1.27 (d, J = 7.0 Hz, 6H)o 

5 2- (3- (2- (4-^f-;l'-2-7x::.;U:t^"9-V-;»^-5-^;l') J^h 




10 TLC : Rf 0.37 (^^^ > : S^^xf-;i/= 3 : 1 ) ; 

NMR(CDCl3): 5 8.01-7.96 (m, 2H). 7.46-7.39 (m, 3H), 7.22 (t, J = 8.2 Hz, IH), 
6.97-6.88 (m, 2H), 6.80 (m, IH), 4.23 (t. J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (Si 3H), 
3.16 (t, J = 6.8 Hz, 2H), 3.08 (s, 2H), 2.22 (s, 3H)o 

15 mmmi (7 2) 

2- (3- (2- (5-^f-;i'-2- (3, h^v7jL-;i') t^"^ 




20 

TLC:Rf o.isc^^-y-^ : S^^x^;w=3 : 1); 

NMR (CDCI3) : 8 7.56 (dd, J = 8.3, 2.0 Hz, IH), 7.50 (d, J = 2.0 Hz, IH), 7.21 
(dd. J = 8. 1, 8.1 Hz, IH), 6.91 (d, J = 8.3 Hz, IH). 6.87-6.91 (m, 2H), 6.80 (ddd, J = 
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8.1, 2.5, 1.0 Hz. IH), 4.24 (t, J = 6.7 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.78 (s, 
2H), 3.72 (s, 3H). 3.09 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H)o 

5 2- (3- (2- (5-;^f-;w-2- (4 - h V 7;U:i-o^ h 4^i/-7x-;p) 




TLC:Rf o.62(^*-9-> : I^^J^^;i'=2 : 1) ; 

NMR (GDQs) : 8.00 (d, J = 8 Hz, 2H), 7.30-7.15 (m, 3H), 6.95-6.75 (m. 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.80 (s. :2H), 3.75 (s, 3H), 3. 10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.40 (s, 3H)o 



^Mtglll (7 4) 

2- (3- (2- (5-p<f-;i/-2- (3. 4, b+v7i-;U) 



15 



20 



HgC-O 




o 



CHa 



/ 



H3C 



CH3 
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TLC:Rf o.24(^^-9-:x : gtg?i^;U=2 I 1); 

NMR (C3X:i3) : $ 7.25-7. 15 (m. 3H), 6.95-6.75 (m, 3H), 4.25 (t. J = 7.5 Hz, 2H), 
3.95 (s, 6H), 3.90 (s, 3H). 3.80 (s, 2H). 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t. J = 7.5 Hz, 
2H), 2.40 (s. 3H)o 



2~ (3- (2- (5-P<"?';U-2- (4-p<f-;Hi*^7i^>-l -'f^W) :ir 



TLC : Rf 0.12 ; 

NMR (CDCI3) : S 7.20 (dd, J = 8.0, 8.0 Hz, IH), 6.95-6.75 (m, 3H), 4.20 (t, J = 
15 7.0 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H). 3.42 (t, J = 5.0 Hz. 4H), 3.09 (s, 2H), 2.95 (t, 
J = 7.0 Hz. 2H), 2.50 (t. J = 5.0 Hz, 4H), 134 (s, 3H). 2.26 (s, 3H)o 

^^^1 (7 6) 

2- (3- (2- (5-^^;U-2- (4-^^;1^^;*-7ji-;I/) ^i-^-^-V- 



5 



10 



H3C-N 




H3C 
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•nx::Rf o.46(B^^JLf-;i/ : ^4r-9->= 1 : 2) ; 

NMR (CDC^) : S 7.88 (d. J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, IH), 6.95-6.75 (m. 3H), 4.24 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 is, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.52 (s, 3H), 2.37 (s, 3H)o 

mm (7 7) 

2- (3- (2- (5-;X-^;i/--2- (If V 2 -'f ;u) t^-^-J'-Jl^- 



10 




TLCtRf OMi^^'^y :mk^^)i'=i : 2); 

NMRXCDQj) : $ 8.71 (m, IH), 8.05 (m, IH), 7.73 (m, IH), 7.32 (tn, IH), 7.21 
(dd, J = 8.0, 8.0 Hz, IH). 6.76-6.92 (m, 3H), 4.27 (t. J = 6.6 Hz, 2H). 3.78 (s, 2H), 
15 3.72 (s, 3H), 3.08 (s, 2H), 3.01 (t, J = 6.6 Hz, 2H), 2.44 (s, 3H)o 

mmm (7 8) 

2- (3- (2- (5-p«f-;i'-2 - (^^7x>-2--f;u) t^-^V-)]^ 




TLC:Rf o.40(^+-<^> : B^®?j^f-;i/=3 : 1); 

NMR (CDCI3) : S 7.58 (dd, J = 3.6, 1.3 Hz, IH), 7.37 (dd, J = 5.0, 1.3 Hz, IH). 
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7.21 (dd, J = 8.0, 8.0 Hz, IH). 7.08 (dd, J = 5.0, 3.6 Hz. IH). 6.87-6.91 (m, 2H), 
6.79 (m, IH), 4.22 (t, J = 6,6 Hz. 2H). 3.78 (s, 2H), 3.72 (s, 3H). 3.08 (s, 2H), 2.96 
(t, J = 6.6 Hz, 2H), 2.36 (s. 3H)o 

5 mmmi (79) 

2- (3- (2- {5-J^i-P-2- (3 hD-4 ->-^;W-7x-;l/) t 



10 




nx::Rf o.42(^^-9-> : B^KS^f-;i'=2 : 1) ; 

NMR (C3X:i3) : d 8.55 (d, J = 1 Hz, IH), 8. 10 (dd, J = 8, 1 Hz, IH), 7.40 (d, J = 8 
Hz, IH), 7.20 (dd, J = 8, 8 Hz, IH), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 
15 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H). 3.00 (t, J = 6.5 Hz, 2H), 2.65 (s, 3H), 2.40 (s, 
3H)o 

2- (3- (2- i5-:^i-)U-2- (4-':^>f'Jl'T^ ^ 7x-;P) t^-^ 
20 "/-;w-4-'f ;v) xh4rv) 7x^;i/^f-;wf-:i-) ftK • ->''9^^^J^;^r;i' 
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TLC:Rf 0.43(S^ffi?xf-;l/ : ^^•9->= 1 : 2) : 

NMR (CDOs) : S 7.83 (d, J = 9.0 Hz, 2H), 7.21 (dd. J = 8.0. 8.0 Hz. IH), 6.95- 
6.75 (m, 3H), 6.71 (d. J = 9.0 Hz. 2H), 4.23 (t, J = 7.0 Hz, 2H). 3.78 (s, 2H). 3.71 (s, 
3H), 3.08 (s, 2H), 3.01 (s. 6H), 2.96 (t, J = 7.0 Hz. 2H). 2.34 (s. 3H)o 

2- (3- (2- {5-;<^n^-2-i/iru^>^)\^t^^\r-'}l^-4-^ n^) 



10 




TLCtRf 0.46(^^-9-> :i^Kxf-;i/=2 : 1); 

NMR (CDCI3) : S 7.20 (m, IH). 6.95-6.70 (m. 3H). 4. 15 (t. J = 6.5 Hz. 2H), 3: 80 

(s, 2H), 3.75 (s. 3H), 3.15 (m, 3H). 2.90 (t, J = 6.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.50 
15 (m, 8H)o 

^mn\ (8 2) 

2- (3- (2- (5-p«f^;i/-2- (4 -^f-;U7x-;i/) 
A-y()V) 7x-;i/) g^gj • > ■^;Ui;^r 




TLC:Rf 0.54(^^"9-> : g^®?x^;i/=2 11); 

NMR (CDCI3) : 8 7.86 (d. J = 8.0 Hz. 2H). 7.28-7. 15 (cn, 3H), 6.88-6.76 (m, 3H). 
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4.23 (t. J = 6.6 Hz, 2H), 3.68 (s, 3H). 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 
3H), 2.36 (s, 3H)o 

5 2- (3- (2- (5->«-^;^-2- (4-J^f-^U7jc-;i/) 
J^h^i/) 7x-;l/) ^^i^^^T)V 




10 TLC:Rf 0.56(^#-<^-> : B^i?^^;W=2 11); 

NMR (CDQa) : d 7.90 (d, J = 8.0 Hz, 2H), 7.30-7. 16 (m, 3H), 6.88-6.76 (m. 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.68 (q, 
J = 7.6 Hz, 2H), 2.37 (s, 3H), 1.26 (t, J = 7.6 Hz. 3H)o 

15 mmmi (8 4) 

2- (3- (2- (5-p{f-;^-2- (4-7'nt:*;P7i-;i/) :j-^-9-V-;u 
-4-'f;i/) J^h^v) 7ji-;w) ^f-i^^y-7-)\^ 




20 

TLC:Rf o.59(^^-9-> : fi^i?J^f-;l/=2 11); 

NMR (CDCI3) : 5 7.88 (d, J = 8.4 Hz, 2H). 7.27-7. 15 (m, 3H), 6.88-6.76 (m. 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.62 (t, J 
= 7.5 Hz, 2H), 2.36 (s, 3H), 1.66 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H)o 
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^Mgai (8 5) 

2- (3- (2- (5-p<f-;i'-2- i4-4y^u\£)Vy3L^}V) 




TLC:Rf 0.66('^^^^^ : ft®EJif';l'=2 : 1); 

NMR (CDCI3) : ^ 7.89 (d, J = 8.4 Hz, 2H), 7.34-7. 15 (m, 3H), 6. 88-6.75 (m, 3H). 

10 4.23 (t. J = 6.8 Hz, 2H), 3.68 (s. 3H). 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 3.04- 
2.86 (m; IH), 2.36 (s, 3H), 1.28 (s, 3H). 1.25 (s. 3H)o 

2- (3- (2- (5-p<f";i/-2- (4- (2 -pt^^i^yntf;!^) 




TLC:Rf 0.60(^4r-t:^ : g^Kxf-;u=2 : 1); 
20 NMR(CDCl3): S 7.88(d, J = 8.2 Hz, 2H), 7.27-7.15(m, 3H), 6.90-6.76(m. 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.51 (d, 
J = 5.4 Hz, 2H), 2.36 (s. 3H), 2.00-1.76 (m. IH), 0.92 (s, 3H), 0.89 (s, 3H)o 
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2- (3- (2- {5-^'f-)\^-2- (4- t -:/f^;W7x-;l/) t^-*)-)/- 



5 




TLC:Rf o^7(^+-9-> : ftKJ^f->u=2 : 1); 

NMR (CDQa) : d 7.90 (d, J = 8.6 Hz, 2H), 7.44 (d, J = 8.6 Hz, 2H), 7.21 (m, IH). 
6.88-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 
10 6.6 Hz, 2H), 2.37 (s, 3H), 1.34 (s, 9H)o 

2- (3- (2- (5-p«f-;l^-2-'>^n7'ntf;i/:j-4r"9-V-;i/-4->fn/) 



TLC:Rf 0.47(B^g?Ji^A' : ^W>=1 : 1); 

NMR (CDCI3) : d 7.20 (dd, J = 8.0, 8.0 Hz, IH), 6.95-6.75 (m, 3H), 4. 15 (t, J = 
20 7.0 Hz, 2H). 3.79 (s, 2H), 3.72 (s, 3H). 3.09 (s, 2H). 2.84 (t, J = 7.0 Hz, 2H), 2.22 (s, 
3H), 1.97 (m, IH), 1.05-0.90 (m, 4H)o 

^mmi (8 9) 



15 
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2- (3- (2- (5-P<^;P-2- (4-.(l, 2, 3 -f-T v^TV-;!/- 



5 




NMR (CDCI3) : S 8.72 (s, IH). 8.13 (s, 4H), 7.22 (t, J = 8.0 Hz, IH), 6.93-6.77 

(m, 3H), 4.27 (t. J = 6.6 Hz. 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.09 (s, 2H), 3.00 (t, J = 
10 6.6 Hz, 2H), 2.41 (s. 3H)o 

^mmi (9 0) 

2- (3- (2- (5-^f-;i'-2- (4- (4-^5^;i'-l, 2, 3-f-7 
15 -}U;^^)l^f-7ir) Wp^' :^f-}^^y^7-}^ 




CH3 



TLC:Rf o.i9{^^-*ry:^^j^^)i^=2 11); 

20 NMR (CDCI3) : d 7.21 (t, J = 7.4 Hz, IH), 6.94-6.74 (m, 3H), 4.24 (t, J = 6.6 Hz, 
2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.02 (s. 3H), 2.99 (t, J = 6.6 Hz., 2H), 
2.42 (s. 3H)o 
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2- (3- (2- (5-^f-;i'-2- (4-p{ h^v7x^;i/) t^-^V-n^ 



5 




TLC:Rf ojsc^^-y-v : g^S?J^-?";w=2 : 1) ; 

NMR (CDOs) : S 7.91 (d, J = 9,0 Hz, 2H), 7.20 (m, IH), 6.94 (d, J = 9.0 Hz, 2H), 
6.88-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.85 (s, 3H). 3.68 (s, 3H), 3.58 (s. 2H), 
10 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H)o 

(9 2) 

2- (3- (2- (5-:^^}i^-2- (3, 4 -^^.Ji h4rV7i-;U) t^-^ 




TLC:Rf 0.17(^4r-9-> : B^g?xf^;u=2 : 1); 

NMR (CDa3 + CD^OD) : $ 7.56 (dd, J = 8.2, 2.0 Hz, IH), 7.50 (d, J = 2.0 Hz, 
20 IH), 7.21 (m, IH), 6.91 (d, J = 8.2 Hz, IH), 6.89-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 
2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H)o 
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2- (3- (2- (5-^f-;W-2- (1, 3-v^^4r-9--f V^^^-S-^f^W) 

5 




TLC:Rf 0.44(^^-9- >: Si?j^f-;i^= 2 : 1) ; 

NMR (CDQa) : 8 7.52 (dd, J = 8.2, 1.8 Hz, IH). 7.44 (d, J = 1.8 Hz. IH), 7.21 (m, 
10 IH). 6.99-6.76 (m. 4H). 6.01 ( s, 2H), 4.22 (t, J = 6.6 Hz, 2H). 3.68 (s, 3H), 3.58 (s, 
2H), 2.95 (t, J = 6.6 Hz, 2H). 2.35 (s. 3H)o 

2- (3- (2- (5-ptf-;i'-2- (3. 4, 5 - b U ^ b ^'>7 




TLC:Rf O-Ti^^^-^y :W^^:i^'}-)u=2 : 1); 

20 NMR (CDQa) : * 7.28-7. 17 (m. 3H), 6. 89-6. 76 (m, 3H), 4. 23 (t, J = 6. 6 Hz, 2H), 
3.94 (s. 6H), 3.89 (s, 3H), 3.68 (s, 3H), 3.58 (s. 2H), 2.97 (t. J = 6.6 Hz, 2H), 2.38 (s. 
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3H)o 

2- (3- (2- (5-^f•^^-2- (4- hUT^l'^j-npi h:^v7xci;i/) 




TLCtRf 0.61 (^4r^^> : ftKx-^;i/= 2 : 1) ; 

10 NMR(CDCl3): 5 8.01 (d, J = 8.6 Hz, 2H), 7.32-7.16 (m, 3H). 6.89-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s. 3H), 3.58 (s. 2H). 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s. 
3H)o 

mmmi (9 6) 

15 2- (3- (2- (5-^f-;i'-2- (2. 2 ->^7;i/:i-D - l , 3-^;;^-^ 




F 



TLC:Rf o.52(^^"t:^ : B^Kx-?^;w=2 : 1); 

NMR (CDQs) : 5 7.75 (dd. J = 8.4, 1.8 Hz, IH), 7.68 (d, J = 1.8 Hz, IH), 7.21 (m, 
IH), 7.10 (d, J = 8.4 Hz, IH), 6.89-6.76 (m, 3H), 4.23 (t. J = 6.6 Hz, 2H), 3.68 (s, 
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3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz. 2H), 2.37 (s, 3H)o 
^MiMl (9 7) 

2- (3- (2- (5-^-?^;i/-2 - (4-b';7;i/tn^f-;Wf-:i-7i-;w) 




10 TLC : Rf 0.45 (^4r-9- > I |^^a:.f-;i/= 3:1)1 

NMR (CDCI3) : S 8.02 (d, J = 8.4 Hz, 2H), 7.70 (d, J = 8.4 Hz, 2H), 7.21 (t, J = 
7.8 Hz, IH), 6.91-6.73 (m. 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s. 2H), 3.71 (s, 3H), 
3.08 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H)o 

15 ^mmi (9 8) 

2- (3- (2- (5 -p«f-^i'-2 - (4-v7y7i-;p) ;^-^-9-y-;p- 




HjC:Rf o.35(^^'9-> : I^Kj^-5";>/=2 : 1); 

NMR (GDQs) : 8 8.08 (d, J » 8.4 Hz, 2H). 7.71 (d, J = 8.4 Hz, 2H), 7.21 (m, IH), 
6.75-6.94 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 
2.99 (t, J = 6.6 Hz. 2H). 2.41 (s, 3H)o 
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^nkmi (9 9) 

2- (3- (2- {5-:^f-)l^-2 - (77>-2-'f * ^"^-y-;!/- 4 




TLCrRf 0.32(^+-9-> : fti?J^^^l'=2 : 1); 

NMR (CDCls) : S 7.52 (m, IH), 7.21 (m, IH), 6.86-6.96 (m, 3H), 6.79 (m, IH), 

10 6.51 (m, IH), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 
(t, J = 6.6 Hz, 2H), 2.37 (s, 3H)o 

miami (\ a a) 

2- (3- (5 ->ff-;i'-2-7i-;P:^-4r"9-V-;i/-4->f ^ 
15 7jc-;1/) • ^^;i/jcxr;l' 




TLC:Rf o.69(^^^> :^M^f-}^==2 : 1); 

20 NMR (CDCI3) : S 7.98-8. 10 (m, 2H), 7.40-7.54 (m, 3H), 7.26 (m, IH), 6.86-7.00 
(m, 3H), 4.99 (s, 2H), 3.68 (s, 3H), 3.61 (s, 2H), 2.44 (s, 3H)o 
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1 (ion 

2- (3- (2- (5-pff-;i'-2-7x-;i/-?^7y-;w-4 -'f ^w) J^h^ 



5 




TLC : Rf 0.56 (^^-^ > l WpU^^)^= 2 1)1 

NMR (CDQa) : d 7.90-7.81 (m, 2H), 7.46-7.35 (m, 3H). 7.25-7.16 (m, IH), 6.87- 

6.78 (m, 3H), 4.32 (t, J = 6.8 Hz, 2H), 3.68 (s. 3H). 3.58 (s, 2H). 3. 19 (t, J = 6.8 Hz, 
10 2H), 2.46 (s, 3H)o 

mmmi (10 2) 

2- (3- (3- (5 -.>»f';i'-2-7x-;i/:twy-;i/- 4->f;W yn 




TLC:Rf 0.42('^^"9-> : B^K^-^;l'=2 I 1); 

NMR (CDCI3) : S 7.94-8.04 (m, 2H), 7.36-7.50 (m, 3H), 7.22 (m, IH), 6.76-6.90 
20 (m, 3H), 3.98 (t, J = 6.2 Hz, 2H), 3.69 (s, 3H). 3.59 (s, 2H), 2.70 (t, J = 7.0 Hz, 2H). 
2.28 (s. 3H), 2.15 (m, 2H)o 
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mmm i (103) 

2- (3- (2- (2-7i-;^:j■^^^y-;^-4-'f J^h^v) 



5 




TLC:Rf o.53(^^-9-> : S^^xf-;U=2 : 1); 

NMR (CDQa) : $ 7.96-8.08 (ra, 2H), 7.57 (s. IH), 7.40-7.52 (m, 3H), 7.24 (m, 
IH), 6.80-6.92 (m. 3H). 4.28 (t, J = 6.6 Hz, 2H), 3.69 (s, 3H), 3.59 (s. 2H), 3.09 (t, J 
10 =6.6Hz,2H)o 

mmmi do a) 

2- (3- (2- i5-;^f-)\^-2- (4 - v d^^'>;|/7 xr.;i.) t'^-^ 




TLC : Rf 0.67 (^^"^ > |^®jx-?^;U= 2:1); 

NMR (CDQa) : S 7.88 (d, J = 8.4 Hz, 2H), 7.26 (d, J = 8.4 Hz, 2H), 7.21 (m. IH), 
20 6.77-6.86 (m, 3H), 4.23 (t, J = 7.0 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 
7.0 Hz, 2H), 2.55 (m, IH), 2.36 (s, 3H), 1.73-7.87 (m, 4H), 1.30-1.60 (m, 6H)o 



^*fcgBl (l O.'S) 

2- (3- (2- (5-p»f-;i^-2- (3 nD-4-^-?^;i'7i-;i/) yi- 

125 



wo 99/46232 



PCT/JP99/01134 




5 TLCiRf o.ssc^+'y-v : B^KJ^f-;w=2 : 1); 

NMR (0X33) : S 7.96 (d, J = 1.8 Hz, IH), 7.75 (dd, J = 8.0, 1.8 Hz. IH), 7.28 (d, 

J = 8.0Hz, IH), 7.22 (m, IH), 6.78-6.86 (m, 3H), 4.23 (t, J = 6.7 Hz, 2H). 3.68 (s, 
3H), 3.58 (s, 2H), 2.96 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 2.37 (s. 3H)o 

10 mmmi (ior) 

2- (3- (2- (5-pff-;l'-2- (4-y;>{f-;i^7^y 7 jc-;i/) yfr^"*)- 
A-^)V) xh + i/) 7x-;P) I^K • ^^^I'X^^-r^i' 




15 

TLC:Rf o.3l(^^^^> : i^KJ^f-;i/=2 : 1); 

NMR (CDCI3) : 5 7.84 (d, J = 9.0 Hz, 2H), 7.21 (m, IH). 6.78-6. 87 (m, 3H), 6.71 

(d, J = 9.0 Hz, 2H), 4.23 (t, J = 6.8 Hz. 2H). 3.68 (s, 3H), 3.58 (s, 2H), 3.01 (s, 6H), 
2.95 (t, J = 6.8 Hz, 2H), 2.34 (s, 3H)o 

20 

mi m\ (10 7) 

2- (3- (2- (5 -j:--^Ji'-2 -7ai-;w:t^-9-y-;w- 4 — f ;u) i h 
^v) 7x-;u) S^K->-^;ua:.;^f-;i' 
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TLC:Rf 0.61 (^+"9-^' : ftiJxf-;W= 2:1); 
5 NMR (CDCls) : S 7,94-8.04 (m, 2H), 7.37-7.50 (m, 3H), 7.21 (m, IH), 6.76-6.89 

(m, 3H), 4.23 (t, J = 6.6 Hz, 2H). 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.75 (q, J = 7.6 Hz. 2H). 1.31 (t. J = 7.6 Hz, 3H)o 

m.mmi (108) 

10 2- (3- (2- (5-^f-;i'-2- (4-y5^;i/7ji-;w) :j-4r-9-y-;i/- 
4-^)V) J^V^i/) 7a:-;U) • p< f-;l/J^Ar 




HgC 

15 TLC:Rf o.62('^^-9-> :ffig?j^^;i/=2 : d; 

NMR (CDCI3) : S 7.88 (d. J = 8.6 Hz, 2H), 7. 16-7.28 (m, 3H). 6.76-6.90 (m, 3H), 
4.23 (t, J = 6.8 Hz, 2H), 3.69 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.64 (t, J 
= 7.0 Hz, 2H), 2.36 (s, 3H), 1.62 (m, 2H), 1.34 (m, 2H), 0.93 (t. J = 7.4 Hz, 3H)o 

20 %mni {10 9) 

2- (3- (2- (5-^f'n/-2- (4-:J' nn7i-;U) t^-^^Z-A'- 
4->f;W) o^h^rv) g^gj • 
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TLC:Rf 0.54(^^'^y :Wp^^^)^=2 : l)', 

NMR (CDQa) : S 7.91 (d, J = 8.6 Hz, 2H), 7.40 (d. J = 8.6 Hz, 2H), 7.21 (m. IH). 
5 6.75-6.89 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96(t, J = 6.6 
Hz, 2H). 2.37 (s, 3H)o 

2- (3- (2- (5-p<^;i^-2- i^ty jL>-2-^ :ir^^^/-n^ 




TLC:Rf 0.43(^^-9-> : ft®Sx^;W=2 : 1); 
15 NMR (CDQa) : $ 7.58 (dd, J = 3.7, 1.2 Hz, IH), 7.36 (dd. J = 5.2, 1.2 Hz, IH), 
7.22 (m, IH), 7.08 (dd, J = 5.2, 3.7 Hz. IH), 6.77-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 
2H). 3.68 (s, 3H), 3.58 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s. 3H)o 

^tf&m 1 (111) 

20 2 - (3 - (2 - {5-^^)\^-2 - iyv>-2-^)U) :^ ;3r^y-)i,- 4 
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TLCrRf 0.33 (^4^^^> : filKJ^f-;i'=2 : 1); 

NMR (CDQa) : S 7.51 (m. IH), 7.21 (m, IH), 6.92 (d, J = 3.4 Hz. IH), 6.78-6.87 
5 (m, 3H), 6.50 (dd, J = 3.4, 1.8 Hz. IH), 4.23 (t, J = 6.6 Hz. 2H). 3.68 (s, 3H), 3 J7 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H)o 

2- (3- (2- (5-^f-;^-2- (ll°V v>-2->f;P) t^^^yV-JV- 
10 A-^)V) o^b^v) 7i-;i/) g^S? ♦ ^^^^•3^;^r;^ 




TLC:Rf 0J7(St^-xf-;i/) ; 
15 NMR (CDQs) : 8 8.70 (m, IH), 8.05 (m, IH), 7.78 (ddd, J = 7.8, 7.8, 1.6 Hz, IH), 

7.31 (m, IH), 7.21 (m, IH), 6.76-6.86 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 
3.57 (s, 2H), 3.00 (t, J = 6.6 Hz, 2H). 2.43 (s, 3H)o 

Mikm\ (1 13) 

20 2- (3- (2 - (5-^^;i'-2- (2-^ f-;U7i-;U) 
4-'f;u) J^h^v) 7ji-;I/) B^®J • >t-?';i'x;^r;i' 
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TLC:Rf o.vec^W^ : S^KE-3^f-;i'=2 : d; 

NMR (CDCI3) : d 7.91 (m, IH), 7. 19-7.34 (m, 4H), 6.78-6.87 (m. 3H), 4.25 (t, J = 

5 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.8 Hz, 2H), 2.65 (s, 3H), 2.37 (s, 
3H)o 

mmini (1 1 4) 

2- (3- (2- (5-p<^;w-2- (3-p(f-;i^7ji-;i/) t^-tv-n^- 




H3C 

TLC : Rf 0.55 (^4r-9- > I S^Kx^;i/= 2:1); 
15 NMR (ClCla) : S 7.75-7.82 (m, 2H). 7. 17-7.35 (m, 3H), 6.78-6.86 (m, 3H), 4.24 
(t. J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H). 2.40 (s, 3H), 
2.37 (s, 3H)o 

20 2- (3- (2- (5-><f-)l^-2- (4-b ';7;P:i-D;p<-^;i/7x~;u) t 
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TLC : Rf 0.57 (^^•9- > \ |^K-i-f->= 2 : 1 ) ; 

NMR (CDa3) : 8 8.09 (d, J = 8.4 Hz, 2H), 7.68 (d, J = 8.4 Efe, 2H), 7.21 (m, IH), 
5 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99(t, J = 6.6 
Hz, 2H), 2.40 (s, 3H)o 

2- (3- (2- (5-^^;W-2- {A-y 




TLCiRf 0.51 (^^-y-^ : S^g?J^f-;w=2 : 1); 

15 NMR (CDCI3) : 8 7.91-8.04 (m, 2H), 7.05-7.24 (m. 3H), 6.75-6.92 (m, 3H), 4.23 
(t, J = 6.6 Hz, 2H), 3.68 (s. 3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s. 3H)o 

^^Ml (117) 

2- (3- (2- (5-^^>'^-2- {A-i/T Jy :r.=.)\^) -^^^V-JV- 
20 xh^v) 7x-;p) • 5^;UaL;;^r->U 
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TLC:Rf csTc^^i^^ : stK^f-;u=2 : 1): 

NMR (0X33) : S 8.07 (d, J = 8.8 Hz, 2H), 7 Jl (d, J = 8.8 Hz, 2H), 7.22 (m, IH), 

6.78-6.87 (m, 3H). 4.24 (t. J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 
5 6.6 Hz. 2H), 2.40 (s, 3H)o 

mmmi a i &) 

2- (3- (2- (5-pff-;i/-2- i4-:*^)U-l, 2, Z-'f-TVrV 
-;w-5-'f;i/) t^'^V-)\^-A-^)V) JLh^v) 
10 )V:l7.tA' 



TLC:Rf 0.49('^4r-9-> : I^KJ^f-;i'=2 : 1); 
15 NMR(CDCl3): 5 7.22 (m. IH), 6.78-6.87 (m, 3H), 4.23 (t, J = 6.2 Hz, 2H), 3.68 
(s, 3H), 3.58 (s. 2H), 3.02 (s, 3H), 2.98 (t, J = 6.2 Hz, 2H), 2.41 (s, 3H)o 

2- (3- (2- (5-^f-;U-2- (2, 3, 5, 6 -r h 7 7;W:4-n- 4 
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TLC:Rf 0.58(^^-9-> : g^^-xf^;W=2 : 1); 

NMR (CDCI3) : S 7.20 (m, IH), 6.75-6.90 (m, 3H). 4.24 (t, J = 6.6 Hz, 2H), 3.68 
(s, 3H), 3.58 (s, 2H), 3.02 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H), 2.33 (s, 3H)o 

^jjfeMl (12 0) 

2- (3- (2- (5-p(f-;^-2- (3-- hD-4-^^;l'7i-;i') t 




nx::Rf o.33i^^'^> :WFMJ^^f^=2 : d; 

NMR (CCOg) : S 8.55 (d, J = 1.6 Hz, IH), 8.09 (dd, J = 8.0, 1.6 Hz, IH), 7.41 (d, 
J = 8.0 Hz, IH), 7.19 (m, IH), 6.70-6.88 (m, 3H). 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H). 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.64 (s. 3H), 2.40 (s. 3H)o 

(1 2 1) 

2- (3- (2- (5-^f-;^-2-vi5'n/s^v;i/:}-i\r<9-V-;p-4_.f;i/) 
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TLCtRf o^o{-^^^y:Wp^^^f^=2 : 1); 

NMR (CDQs) : S 7.21 (m, IH), 6.76-6.86 (m, 3H), 4. 15 (t, J = 6.7 Hz. 2H), 3.69 
5 (s, 3H), 3.58 (s, 2H), 2.87 (t, J = 6.7 Hz, 2H). 2.69 (m, IH), 2.24 (s, 3H), 1.96-2.08 
(m. 2H). 1.20-1.86 (m. 8H), 

nm m (12 2) 

2- (3- (2- (5-p<f-;i'-2-v^n^>f-;l/:t^-9-y-;i'-4--f;W) 




TLC:Rf o.50(^^-'f> : S^i?j:-f-;i/= 2 : 1) ; 

15 NMR (jCDCli) : S 7.21 (m. IH). 6.76-6.86 (m. 3H), 4. 15 (t, J = 6.7 Hz. 2H), 3.69 
(s. 3H), 3.58 (s. 2H). 3.11 (m, IH). 2.86 (t. J = 6.7 Hz, 2H), 2.24 (s, 3H), 1.58-2.12 
(m. 8H)o 

mmmi (12 3) 

20 2- (3- (2 - (5-->«^;w-2- (4-'^>f';W7x-;w) yir^'tV-)l^ 
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TLCrRf 0.55('^^•^^>' : ftKi^;i/=2 : 1); 

NMR (CDQa) : S 7.88 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.17 (m, IH), 
5 6.70-6.88 (in, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 2H), 2.96(t, J = 6.8 
Hz, 2H), 2.63 (t, J = 7.6 Hz. 2H), 136 (s, 3H), 1.64 (m, 2H). 1.20-1.42 (m, 4H), 
0.89(t, j»6.6Hz,3H)e 

mmm\ (i 24) 
10 2- (3- (2- (5-^f-;v-2- (^'j v'>-4--f;u) 




15 TLC:Rf 0.22 (^^-^-v : B^^J.f-;i/= 1 : 1 ) ; 

NMR (GDCI3) : d 8.90 (d, J = 6 Hz, 2H), 7. 85 (d, J = 6 Hz, 2H), 7.20 (dd, J = 8, 8 

Hz, IH), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 
(s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.45 (s, 3H)o 

20 - mmmi (125) 

2- (3- (2- (5-^f-;i'-2- (tf'J v>-3--f;i') ;i-^-9-V-;u- 
4->f;i/) o^h + v) 7a:-;u) BIS? • -^^^I'J^^T^l' 
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TLC:Rf 0.33 {^^-^y : g^K^f-;i/= 1 : 3) ; 

NMR (CDCI3) : S 9.22-9. 18 (m. IH), 8.61 (dd, J = 5.0 Hz, 1.8 Hz, IH), 8.25-8. 19 
5 (m, IH), 7.37-7.16 (m. 2H), 6.85-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz. 2H), 3.66 (s, 3H), 
3.56 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s. 3H)o 

^mmi (12 6) 

2- (3- (2- (5-p'^;l'-2- (t?'J v>-4-'f;U') ;^-^-9-V-;u- 
10 4--f;w) g^K • ^f-^i'J^.^riW 




Rfo.25 (^^-if > : sts?^^;i/= 1 : 3) ; 

15 NMR (CDCI3) : d 8.71-8.67 (m, 2H). 7.83-7.80 (m, 2H), 7.26-7. 17 (m, IH), 6.86- 

6.79 (m, 3H). 4.24 (t, J = 6.4 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.4 Hz, 
2H), 2.40 (s, 3H)o 

mmrni (127) 

20 2- (3- (2- (5-;>«-?^;u-2- ^)\^\£^y-J> -1-^ )U) f- 

7V-;w-4-'f ^w) xh^^v) 7x-;i/) l^gj • ^^;i'x;^r;i' 
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TLC:Rf 0.39(^^nn,j,;uA : ^^'y-;i/=2 0 : 1); 

NMR (CDQa) : S 7.21 (m, IH), 6.77-6.85 (m, 3H), 4. 19 (t, J = 7. 1 Hz, 2H), 3.68 
5 (s, 3H), 3.58 (s, 2H), 3.42 (m, 4H), 2.94 (t, J = 7. 1 Hz, 2H), 2.50 (m, 4H), 2.33 (s, 
3H), 2.25 (s, 3H)o 

mmmi (\ 2 

2- (3- (2- (5-^f-;p-2-7a:-;u:t^-9-V-;i/-4--f;p) j:. f 




TLC:Rf 0.79(g^^J:.f-;H >= 1 : 1); 

15 NMR(CDa3): d 7.98 (m, 2H), 7.50-7.35 (m, 3H), 7.24 (dd, J = 8.0, 8.0 Hz, IH), 
6.95-6.80 (m, 3H), 4.58 (s. 2H), 4.25 (t, J =6.5 Hz, 2H), 3.96 (s, 2H), 2.98 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 1.47 (s, 9H)o 

mmmi (1 2 9) 

20 2 - (3 - (2 - (5->f-;U-2- {}£^)Vy-3--{ )U) 
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TLC:Rf o.i4(^+^f> : : 2) ; 

NMR (CDCI3) : S 9.20 (d. J = 2 Hz. IH), 8.65 (dd, J = 5, 2 Hz. IH). 8.25 (m. IH), 
5 7.35 (m. IH), 7.20 (dd, J = 8, 8 Hz, IH), 6.95-6.75 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 
3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t. J = 6.5 Hz, 2H), 2.40 (s, 3H)o 

mmni (130) 

2- (3- (2- (5->^;u-2- (4-^^;i^^:i--7jc^;w) :^:^«9->/- 




TLC:Rf 0.39(^+"9-> : B^^j:-f-;i'=2 : 1); 
15 NMR (CDCI3) : S 7.88 (d, J = 8.6 Hz, 2H), 7.27 (d, J = 8.6 Hz, 2H). 7. 17 (dd, J = 

7.8, 7.6 Hz, IH), 6.70-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H). 2.96 (t, J = 6.6 Hz, 2H), 2.51 (s. 3H), 2.37 (s, 3H)o 

20 2- (3- (2- (5->>«f^;i'-2-v:}'D7'ne;i/:i-^"9-y-;i/-4-'f;l/) 
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TLC:Rf 0.39('^4r"9-> : ft®?J^^;W= 1 11); 

NMR (0X33) ' * 7.26-7. 16 (in, IH), 6.85-6.76 (m, 3H), 4. 14 (t, J = 6.8 Hz, 2H), 
5 3.68 (s, 3H), 3.57 (s, 2H), 2.83 (t, J = 6.8 Hz, 2H), 2.21 (s, 3H), 2.04-1.90 (m, IH), 
1.01-0.89 (m, 4H)o 

mmmi a ^ 9.) 

2- (3- (2- (5-p«-f ;P-2- (4-- hn^Jc-Jl/) 
10 4-'f;i/) o-h^v) 7a:-;p) • 




TLCiRf o.57('\4r-9-> : B^KJ:f-;i/=4 : 3) ; 

15 NMR(CDa3): ^ 8.29 (d, J = 9.0 Hz, 2H), 8.13 (d, J = 9.0 Hz, 2H), 7.22 (m, IH), 
6.77-6.87 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.86 (s, 3H), 3.58 (s. 2H), 3.00 (t, J = 
6.6 Hz. 2H), 2.42 (s, 3H)o 

20 2- (3- (2- (5-^f-;i'-2- (^yj >-2 --f ji/) t^-^'/-)]^- 
4--f;i/) jch^e/) 7jc.-;w) g^g? • ;><^;i/ai;^x;i' 
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TLC:Rf 0J8('\^•l^> : B^^J^•?'J^=4 : 3): 

NMR(CDa3) : S 8.17-8.29 (m, 3H), 7.83 (m, IH), 7.75 (m, IH), 7.57 (m. IH), 
5 7.22 (m. IH). 6.78-6.86 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 
3.05 (t. J = 6.6 Hz, 2H), 2.49 (s, 3H)o 

^mm\ (1.^4) 

2- (3- (2- (5--><-^;w-2- (3- h V7;i/:^n>{ h ^i/^i-JU) 
10 t^^y-n^- 4-^)1^) J^V^i/) 7x-;i/) ftK- -><^^^J-^"r;w 




TLC:Rf 0.46(^^-9-> : Bti?xf-;i/=2 : 1); 
15 NMR (OXas) : $ 7.91 (dt, J = 7.8, 1.2 Hz, IH), 7.85-7.82 (m, IH), 7.45 (t, J = 

7.8 Hz, IH), 7.28-7.17 (m, 2H), 6.88-6.77 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H). 3.68 (s, 
3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H)o 

mmmi (135) 

20 2- (3- (2 - (5-^f-^l/-2- (2-h 'J7;W:i-D> h jc.-;1/) 
;j.4^^^y_;p_4_^;p) xh^v) 7jcz:;1/) g^^ • ^ f-;i/j:.;^r 
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TLCrRf 0.43(^^-^> : B^®?J.'^JW=2 11); 

NMR (CDQs) : d 8. 1 1-8.04 (m, IH), 7.49-7.31 (in, 3H), 7.27-7. 16 (m, IH), 6.88- 
5 6.76 (m, 3H), 4.25 (t. J = 6.6 Hz, 2H). 3.68 (s, 3H). 3.58 (s, 2H). 2.99 (t, J = 6.6 Hz, 

2H), 2.39 (s, 3H)o 

mmmi n .^a) 

2- (3- (2 -.(4-j>{f-;P-2-7x-;i/:j"+-9-y-;i/- S-'f;!/) 




lLC:Rf 0.37('\4r'9-> : S^Kxf-;i/=2 : 1); 
15 NMR (CDOs) : 5 8.02-7.95 (m, 2H), 7.49-7.38 (m, 3H), 7.28-7. 18 (m, IH), 6.90- 

6.77 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3,68 (s, 3H), 3.58 (s, 2H), 3.16 (t, J = 6.8 Hz, 
2H), 2.22 (s, 3H)o 

20 . 2- (3- (2- (5-^-?^;l'-2- (1, 3--Jt^'*)->(>^>-5--()\^) 



141 



wo 99/46232 



PCT/JP99/01134 




1LC:Rf 0.83(^^-9-> : itKxf^;U= 1 : 1) ; 

NMR (CDCI3) : S 7.51 (dd, J = 8.0, 1.8 Hz, IH), 7.43 (d. J = 1.8 Hz, IH), 7.24 (t, 

5 J = 7.8 Hz, IH), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.58 (s, 2H), 4.23 (t. J = 6.8 Hz, 
2H), 3.96 (s, 2H), 2.95 (t, J = 6.8 Hz, 2H), 2.35 (s, 3H), 1.48 (s, 9H)o 

2- (3- (4- (4-p«f-;i'7a.-;i/) ^Ty-;i'-2 -'f ^i'^ h+v) 7 

10 




nmmi-cm^Ltzit^!& (0.51 g) i^^^ yf-ji^-Thy^^h^ayyy 

15 (8mU 1 : 1) (DM-^mmmmL. 2li-:^miti-h'}^A:^mWL 

(3.2ml) imx-x. ^^TsmmmwLtzo ELmu^mmz^mtaix. 
^)^-cn^^mt. Ttm^mi^ti^^f^mit^!^ (o.39g) ^t#?to 

20 TLC:Rf 0.37 (g^K-^f";i/) : 

NMR (CDa3+4 drop of CD3OD) : d 7.77 (2H, d, J=8.0Hz). 7.45 (IH, s), 7.23- 
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7.31 (3H, m), 6.91-7.05 (3H, m), 5.42 (2H, s), 3.83 (2H, s), 3.08 (2H, s), 2.39 (3H, 

S)o 

5 nmmi'^m^Ltiit^<^(D^t>*)i,zmmmi n) -nmmi (13 7) 
mzo ■, 

10 ^Wim2 (1) 

6- (3- (4- (4-^f-;l'7i-;i/) 5^7V-;b-2-'f;i/Xh^v) 7 




15 

TLCrRf o.4i(^^-9-:' :ftKJL^;i/=i : i); 

NMR (CDCI3) : $ 7.78 (2H, d, J=8.0Hz), 7.43 (IH, s), 7.28-7.16 (3H, m), 6.90- 
6.78 (3H, m), 5.42 (2H, s), 2.60 (2H, t. J=7.5Hz), 2.39 (3H, s), 2.34 (2H, t, 
J=7.5Hz), 1.76-1.54 (4H, m), 1.46-1.24 (2H, m)o 

20 

mm nz (2) 

5- (3- (tr7a:-;l/-4-'f b^v) 7x-;l') ^>^>^ 
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TLC. Rf 0.49 (Stffifx5^;w) ; 

NMR iCDOi) : $ 7.58-7.64 (4H, m), 7.35-7.53 (5H, m), 7.21 (IH, m), 6.78-6.84 
5 (3H, m), 5.09 (2H, s), 2.62 (2H, t, J=7.0H2), 2.38 (2H, t, J=7.0H2), 1.64-1.72 (4H. 
m)o 

4- (3- (e7 i-;!'- 4 ->f h#v) 

10 




TLC:Rf 0.67 (B^^x^;i.) ; 

NMR ((t6-DMS0) : S 7.62-7.66 (4H, m), 7.31-7.51 (5H, m), 7. 14 (IH, dd, J=7.5, 
15 7.5Hz), 6.71-6.82 (3H, m), 5.07 (2H, s), 2.52 (2H, t, J=7.0Hz), 2.06 (2H, t, 
J=7.0Hz), 1.74 (2H. tt, J=7.0, 7.0Hz)o 

^i^m9. (A) 

4- (3- (4- (4->-?^;l/7a::::^;l/) f-T V-^P- 2 -'f ^Wpl h # v) 7 
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5 TLCrRf 0.63 (S^^x-f A/) ; 

NMR (CDQa) : 8 7.78 (2H, d, J=8.0Hz). 7.43 (IH, s), 7.23 (2H, d, J=8.0Hz), 
7.22 (IH, m), 6.81-6.88 (3H. m), 5.41 (2H, s), 2.66 (2H. t, J=7.5Hz), 2.38 (3H, s), 
2.36 (2H, t, J=7.5Hz), 1.96 (2H, tt, J=7.5, 7.5H2)o 

10 wmi (^) 

4- (3- (2- (5-;'<f-;i'-2-7x-;P:i-^-<fV-;i/-4-'f;w) 




15 

TLCrRf 0.47 (B^SSJ^f-Jl') : 

NMR (CDCI3) : d 7.94-8.02 (2H. m), 7.39-7.48 (3H, m), 7.18 (IH, m), 6.72-6.78 
(3H, m), 4.23 (2H, t, J=6.6Hz), 2.98 (2H, t, J=6.6Hz), 2.64 (2H, t, J=7.2Hz), 2.38 
(3H, s), 2.35 (2H, t, J=7.2Hz), 1.95 (2H, tt, J=7.2. 7.2Hz)o 

20 

^*fega2 (6) 
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6- (3- (2- (5-^5^;i'-2-7i-;i':j-^-i?-y-;i'-4-'f;w) J-h 




5 

TLC:Rf 0.41(^nD;^;i/A : ^^y-;i/= 1 5 : 1); 
NMR (CDC33) : S 8.02-7.91 (2H, m), 7.49-7.36 (3H, m). 7.16 (IH, t, J=8.0Hz), 
6.78-6.69 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.58 (2H, t, 
J=7.5Hz). 2.38 (3H. s), 2.34 (2H, t, J=7.5Hz), 1.75-1.54 (4H, m). 1.45-1.25 (2H, m)o 

10 

^*fcgll2 (7) 

5- (3- (2- (5-P»f-;W-2-7i-;i/:^-^''J-V-;U-4-'f ctb 



O 




TljC:Rf O.36(^on*;l/A : .j<^y-;l/=l 5 : 1); 

NMR (CDCI3) : S 8.04-7.92 (2H, m). 7.49-7.36 (3H, m), 7.17 (IH, t, J=8.0Hz). 

6.78-6.68 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.68-2.53 (2H, m), 
20 2.45-2.30 (5H. m), 1.79-1.56 (4H, m)o 

2- (3- (3- (if7x-;p-4-'f;w;>{ Y^'y) 7x-;u) -/tDdji^^t) 
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5 TLC:Rf 0.38(:}'nn;^;i'A : p« ^'y-;l/= 1 0 : 1) ; 

NMR (003) : d 7.35-7.64 (9H, m), 7.22 (IH. m). 6.78-6.86 (3H, m), 5.09 (2H, 
s), 3.25 (2H, s), 2.70 (2H, t, J=7.5Hz), 2.67 (2H, t, J=7.5Hz), 1.94 (2H, tt, J=7.5, 
7.5Hz)o 

10 ^mm2 (9) 

2- (3- (3- (4- (4-P«f-;U7i-;W) f-TV-;i'-2-'f;i'>t h4r 




15 

TLC:Rf 0.41 (^nn;^;UA : ^ ^y-;i/= 1 0 : 1) ; 

NMR (CDCI3) : d 7.75 (2H, d, J=8.0Hz), 7.43 (IH, s). 7.18-7.26 (3H, m), 6.80- 

6.91 (3H, m), 5.44 (2H, s). 3.23 (2H, s), 2.71 (2H, t, J=7.4H2). 2.65 (2H, t, 
J=7.4Hz), 2.38 (3H. s), 1.93 (2H, tt, J=7.4, 7.4Hz)o 
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^*fti^2 (10) 

6- (2- (2- (5-p<f-;w-2 -7x-;u:}-^'9-y-;u-4 -'f;!') xh 



TLC:Rf O.50(:J^an7^;WA : ^^y-;W=l 0 : 1) ; 

NMR (CDCI3) : S 7.95-8.00 (2H, m), 7.39-7.44 (3H, m). 7.07-7. 17 (2H. m), 6.81- 
10 6.88 (2H, m), 4.23 (2H, t, J=6.7Hz), 3.00 (2H, t. J=6.7H2), 2.57 (2H, t, J=7.3Hz), 
2.37 (3H. s), 2.30 (2H, t, J=7.4Hz), 1.46-1.69 (4H, m). 1.22-1.40 (2H, m)o 

^*fc^2 (1 1) 



TLC:Rf 0.39(S^®^J^f-;l') : 

NMR (CDCls) : S 7.60-7.64 (4H, m). 7.22-7.53 (6H, m), 6.89-7.02 (3H, m), 5. 1 1 



5 




15 
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(2H, s), 3.83 (2H, s), 3.10 (2H, s)o 
^*fc^2 (1 2) 

2- (3- (2- (5->f-A'-2 -7x-;i':*-^-'?-'/-;l'-4 ->f o^f 
5 ^v) Ti-;!/^^;!/^-:^-) fl^isk 




TLC:Rf 0.33 (g^K^^^l') ; 
10 NMR (GDOs) : <J 7.95-8.00 (2H, m), 7.40-7.47 (3H, m), 7.21 (IH, dd, J=8.0, 

8.0Hz), -7.03 (IH, dd. J=2.0, l.OHz), 6.88 (IH, ddd, J=8.0, 3.0, 2.0Hz), 6.81 (IH, 
ddd, J=8.0, 3.0, 1.0Hz), 4.28 (2H, t, J= 7.5Hz), 3.86 (2H, s), 3.16 (2H, s), 2.98 (2H, 
t, J=7.5Hz), 2.39 (3H, s)o 

15 mmm 2(13) 

5- (2- (2- (5-^f-;i'-2-7a:-;U:t^-9-y-;l/-4-'f;l') J:. h 
4rv) 7i-;U) 




20 

TLC:Rf 0.5^i^UU:^)UA : J-)U=9 : 1); 

NMR (CDCI3) : S 8.00-7.95 (2H. m), 7.50-7.35 (3H, m), 7.20-7.05 (2H, m), 6.90- 
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6.80 (2H, m), 4.25 (2H. t, J = 7 Hz). 3.05 (2H. t, J = 7 Hz), 2.60 (2H, t, J = 7 Hz), 
2.40 (3H, s), 2.35 (2H, t, J = 6 Hz). 1.80-1.50 (4H, m)o 

^*fc^2 n 4) 

5 6- (2- (4- (4-p<^;i'7i-;P) ^TV-;i/-2-^;u> h^v) 1 




10 TLC:Rf 0.76 (S^KJ^-j-^W) ; 

NMR (CDQa) : 8 7.79 (2H. d. J=8.4Hz). 7.44 (IH, s), 7. 15-7.26 (4H. m), 6.91- 

6.98 (2H. m), 5.41 (2H, s). 2.73 (2H. t. J=7.4Hz), 2.38 (3H, s), 2.36 (2H, t, 
J=7.3Hz), 1.62-1.78 (4H. m), 1.37-1.52 (2H , in)o 

15 ^*fc<gll2 fl .S) 

2- (3- (3- (2- (5-><f^;i'-2-7x-;i/:i-+i}-V-;u-4-'f;w) 




20 

TLC:Rf 0.42(^'^^;^;^A : > ^y-;i/= 1 Q : 1) ; 
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NMR (CDQa) : S 7.94-7.98 (m, 2H), 7.41-7.44 (m. 3H), 7.16 (dd, J = 7.7, 7.7 Hz, 
IH), 6.89 (m, IH), 6.72-6.76 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.23 (s, 2H), 3.01 (t, 
J = 7.2 Hz, 2H), 2.72 (t, J = 6.7 Hz, 2H), 2.66 (t, J = 6.7 Hz, 2H), 2.40 (s. 3H), 1.94 
(tt,J = 6.7, 6.7Hz,2H)o 

5 

2- (3- (2- (tr7x-;l/-4-^;W) J.h4r'» 7x-;i/pi 



10 




TLC:Rf 0.43(^no;^;i/A : pi^y-;w=i 0 : 1); 

NMR (CDa3) : d 7.52-7.61 (m, 4H), 7.34-7.47 (m. 5H). 7.23 (dd, J = 8.0, 8.0 Hz, 
IH), 6.80-6.92 (m, 3H), 4.21 (t, J = 6.8 Hz, 2H), 3.81 (s, 2H), 3.14 (t, J = 6.8 Hz, 
15 2H), 3.11 (s, 2H)o 

2- (4-i^nn-3- (2- ( 5 ^^l-- 2 -7 4 

20 
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TLCiRf 038 (Tfc: i-9 J-H^'. ^nn7}x;UA=l : 1 0 : 1 0 0); 
NMR (CDCI3) : 8 7.99 (m, 2H). 7.50-7.40 (m. 3H), 7.28 (d, J = 8.0 Hz, IH), 7. 15 
(d, J = 2.0 Hz, IH), 6.82 (dd, J = 8.0, 2.0 Hz, IH), 6.30 (br., IH), 4.38 (t, J = 6.5 Hz, 
2H), 3.85 (s, 2H), 3.18 (s, 2H), 3.03 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H)o 

(IS) 

2- (4-:J'nD-3- (4- (4->«f-;i'7i-;u) f^7V-;u-2->f ;u 



10 




nTrRf o.42(7lc: j-i^; ^uui^.vh- \ 110:100); 

NMR (CDCI3) : 8 7.73 (d, J = 8.0 Hz, 2H), 7.44 (s. IH), 7.33 (d, J = 8.0 Hz, IH), 
7.22 (d, J = 8.0 Hz. 2H), 7. 11 (d, J = 2.0 Hz, IH), 6.91 (dd, J = 8.0, 2.0 Hz, IH), 
15 5.50 (s, 2H), 3.80 (s, 2H), 3.04 (s, 2H), 2.37 (s, 3H)o 

^*fe^2 (19) 

2- (3- (If 7i-;i/-4 -W" ;i'P< -4 -^'nD7x-;i/^-?^;i/"?^ 
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iLC:Rf o.34(7K: :^ 9 ^ ^oo.-^;i/A=i : 1 0 : 1 0 0) ; 

NMR (CDQa) : d 7.65-7.35 (m, 9H), 7.33 (d, J = 8.0 Hz, IH), 7.01 (d. J = 2.0 Hz, 
5 IH), 6.87 (dd, J = 8.0, 2.0 Hz, IH), 5.20 (s, 2H), 3.79 (s, 2H), 3.02 (s, 2H)o 

Mumz (2 0) 

2- (3- ( (2E) -3- (tr7x-;i/-4--f;W 7'n^-;w:^-^«» 7 

10 




TLC:Rf 0.29(:}'nn^;i/i^ : ^^/-;u=i 0 : 1); 

NMR (CDCI3) : 8 7.22-7.62 (m, lOH), 6.74-6.97 (m, 4H), 6.45 (dt, J = 16.0, 5.6 
15 Hz, IH), 4.73 (d. J = 5.6 Hz, 2H), 3.84 (s, 2H), 3.12 (s, 2H)o 

2- (3- (3- (e7aL-;i/-4-'f;i') yn.-H^^v) 7i-;wxf-;uf-^) 
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TLC:Rf 0,29(^nn7}5;i/A : p<^'y'-;P=2 0 : 1); 
5 NMR(CDa3): S 7.19-7.61 (m, lOH), 6.78^.93 (m. 3H), 4.00 (t, J = 6.1 Hz, 2H), 
3.82 (s. 2H), 3.12 (s, 2H), 2.86 (t, J = 7.6 Hz, 2H), 2.14 (tt, J = 7.6, 6.1 Hz. 2H)o 

^mm2 (2 2) 

2- (3- (2- {5-^^)\^-2-7:i.^)\^t^^V-il^-4->( )U) jl^ 
10 4r*» 7i-;w) Its? • >f■^^^^r;^ 




TLC:Rf 0.52(^nn;i?;WA : ^ ^ y-;i/=9 : 1) ; 
15 NMR (CDCI3) : d 8.00-7.90 (m, 2H), 7.45-7.35 (m, 3H), 7.20 (t, J = 7.5 Hz, IH), 

6.90-6.75 (m, 3H), 4.20 (t, J = 7 Hz, 2H. ), 3.60 (s, 2H), 2.95 (t, J = 7 Hz. 2H), 
2.35(s. 3H)o 

mmm2 (2^) 

20 2- (3- (e7x-;i'-4 h^v) i£'J v>- 5 --f ;i^^-?^;uf-:j-) 

fits? 
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TLC:Rf 0.14 (;ic: ^ : ^'on*;i/A= i : i 0 : 1 0 0) ; 

5 NMR (DMSO^Ifi) : S 8.27 (d, J = 3.0 Hz, IH), 8. 12 (d, J = 1.5 Hz, IH), 7.75-7.30 
(m, lOH), 5.23 (s, 2H), 3.83 (s. 2H), 3.15 (s, 2H)o 

mmm2 (2 a) 

2- (3- (4' -7'ne;nf7x-;u-4 — f;w> 7i-;w>f-;i/ 
10 ^t) W^Wt 



H3C 




TLC:Rf 0.41 (B^g?xf-;i/) ; 
15 NMR (CDCI3) : S 7.60 (d. J = 8.3 Hz, 2H), 7.51 (d, J = 8.2 Hz. 2H), 7.48 (d, J = 
8.3 Hz, 2H), 7.26 (dd. J = 7.8, 7.8 Hz, IH), 7.25 (d, J = 8.2 Hz, 2H), 6.88-7.01 (m, 
3H), 5.10 (s, 2H), 3.83 (s, 2 H), 3.10 (s, 2H), 2.63 (t, J =7.4 Hz, 2H), 1.68 (tq, J = 
7.4, 7.4 Hz, 2H). 0.97 (t, J = 7.4 Hz, 3H)o 
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2- (3- (4- (\£'}i^y-4-^ )\^) 7i-;Pp< h4r'» 7x-;i/pi 




TLC:Rf 0.47(^nn7h;W-t» : ^ ;J'/-;W=5 : 1) ; 

NMR (CDCI3 + 17 drops of CDjQD) : S 8.53 (d, J = 5.8 Hz, 2H), 7.61 (d, J = 8.0 

Hz, 2H), 7.49-7.52 (m, 4H), 7.18 (dd, J = 7.7, 7.7 Hz, IH). 6.80-6.95 (m, 3H), 5.07 
(s. 2H), 3.76 (s, 2H), 3.02 (s, 2H)o 

mmim2 (2 6) 

2- (3- (4- (tf'J v>-3--f 7i-;u;>« h^^i/) 7i-;u^^;i/ 




TLC:Rf 0.44(^nn;I^;i/A : ^ ^y-;l/=5 : 1) ; 

NMR (DMSO-dfi) : S 8.88 (d, J = 1.5 Hz, IH), 8.56 (dd, J = 4.8, 1.5 Hz, IH), 8.05 
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(m. IH), 7.72 (d, J = 8.0 Hz, 2H), 7.54 (d, J = 8.0 Hz, 2H), 7.48 (m, IH), 7. 19 (dd, J 
= 8.0, 8.0 Hz, IH). 6.86-6.9 9 (m, 3H), 5.11 (s, 2H), 3.73 (s. 2H), 2,99 (s, 2H)o 

^*fc^2 (2 7) 

5 2- (3- (4- (1, z-vt^^4y^y-^-^)v) 7i-;wpi i.:^rv) 




10 iLC:Rf o.28(^'nn*;i/A : ^^y-;w=i 0 : 1); 

NMR (CDCI3) : 8 7.53 (d. J = 8. 1 Hz, 2H), 7.47 (d, J = 8. 1 Hz, 2H), 7.26 (dd, J = 
7.8, 7.8 Hz, IH), 6.86-7.07 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.83 (s, 2H), 3.10 (s, 
2H)o 

15 mHimi (2 8) 

2- (3- (4- {M^)Vy-2-^l\^) 7j:-;I/^ f^rv') 7ji-;W^^;1/ 

^t) mi 
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TLC:Rf O.SOC^'no*;!/^ : ^ ^'>'-;i'= 1 0 : 1) ; 

NMR (GDQs +3 drops of CD3OD) : d 8.64 (ddd, J = 5.0, 1.6, 1.4 Hz, IH), 7.90 (d, 

J = 8.6 Hz, 2H), 7.67-7.82 (in, 2H), 7.51 (d, J = 8.6 Hz, 2H), 7.18-7.29 (m, 2H), 
5 6.84-6.94 (m. 3H), 5.13 (s, 2H). 3 .77 (s, 2H), 3.00 (s, 2H)o 

(2 9) 

2- (5- (tr'7i-;l'-4->f /Upt h^rv') - 2 h n 7 



TLC:Rf 0.40(^'on*;i/A : ^ ^'y-;i'= 1 0 : 1) ; 

NMR (CDCI3) : d 8.16 (d, J = 9.0 Hz, IH), 7.56-7.65 (m, 4H), 7.32-7.51 (m. 5H), 

15 7.04 (d, J = 2.8 Hz, IH), 6.99 (dd, J = 9.0, 2.8 Hz, IH), 5.21 (s, 2H), 4.25 (s, 2H), 
3.09 (s, 2H)o 

2- (3- (tr7x-;u-4 --f;!/^ h^v) - 4 b n-7x-;u>f-;i/^ 
20 t) 



10 
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TLCrRf 0.25(^nn*;i/A:p«^'y-A'=10: 1); 

NMR (0X^3) : S 7.85 (d, J = 8.4 Hz, IH). 7.35-7.64 (m, 9H), 7.17 (d, J = 1.6 Hz, 
5 IH), 7.00 (dd, J = 8.4, 1.6 Hz, IH), 5.29 (s, 2H), 3.84 (s, 2H), 3.03 (s, 2H)o 

mm nz (3 n 

2- (3- (4- (1, 3-vt^'^^yr>-4-^n^) 7i-;u> 




TLC:Rf 0.35(:J'on;^;i/i. : ^^y-;i/=l 0 : 1); 

NMR (CDQa) : S 7.73 (d. J = 8.5 Hz. 2H). 7.50 (d, J = 8.5 Hz, 2H), 7.25 (dd, J = 

15 8.0, 8.0 Hz, IH), 6.80-7.08 (m, 6H), 6.01 (s. 2H), 5. 11 (s, 2H), 3,82 (s, 2H), 3.08 (s, 
2H)o 

mmm2 (32) 
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5 TLC:Rf 0.42 n D;f:;l/A : ^ ^ 1 0 I 1 ) ; 

NMR (CDCI3) : S 8.80 (brs, IH), 7.90-7.96 (m, 2H), 7.40-7.45 (m. 3H), 7.32 (s, 
IH). 7.25 (dd, J = 7.8, 7.8 Hz, IH), 6.89-7.03 (m, 3H), 5.27 (s, 2H), 3.82 (s, 2H), 
3.09 (s, 2H)o ' 

10 mmm2 (33) 

2- (3- (2- (5-pff-;U-2- (4->?lf-;l'7j:^;l/) rt^-y-V*-;!/- 




15 

TLC:Rf 0.42(^'an;^;i/i. : ^ ^y-;i/= 1 0 : 1) ; 

NMR (CDCI3) : S 7.86 (d, J = 8.0 Hz, 2H), 7.25-7. 17 (m, 3H), 7.07 (s, IH), 6.88 

(d, J = 7.8 Hz, IH), 6.80 (dd, J = 8.0, 1.4 Hz. IH), 4.29 (t, J = 7.7 Hz, 2H), 3.87 (s, 
2H). 3.18 (s, 2H), 2.96 (t, J = 7.7 Hz, 2H), 2.39 (s, 3H), 2.37 (s, 3H)o 

20 

2- (3- (2- (2-7jc-;u-^7y-;i'-4-'fJW xh^i/) 7x^;u 
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TLCtRf o.46(^nn>j^;i/A : ^ ^y-;p= 1 0 : 1) ; 

5 NMR(C3X33): S 7.90-7.95 (ra, 2H), 7.39-7.46 (m, 3H), 7.23 (dd, J = 7.8, 7.8 Hz, 
IH), 7.08 (s, IH), 6.81-6.98 (m, 3H), 4.38 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 3.30 (t, J 
= 7.0Hz,2H), 3.12(s, 2H)o 

mmm2 (35) 

10 2- (3- (2- (5 -p«f-;i'-2- (4-b';7;U:i-np«f-;i/7jc-;i/) t 




15 TLC:Rf 0.27 (^^ o a : p{ ^ y -;l/= 1 0 : 1 ) ; 

NMR (CDCI3) : S 8.09 (d, J = 9.0 Hz, 2H), 7.70 (d. J = 9.0 Hz, 2H), 7.22 - 6.79 

(m, 4H), 4.29 (t, J = 7.5 Hz, 2H), 3.86 (s, 2H), 3.17 (s, 2H), 2.99 (t, J = 7.5 Hz, 2H). 
2.42 (s, 3H)o 

20 mmm2 (3 6) 

2- (3- (2- (2-7x^;i/:i-^-9-V-;U-4-'f;V) J^h^v) 7aL- 
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O 



OH 



TLC:Rf 0.34(^'nn*;i/A : > ^'y-;i/= 1 0 : 1) ; 

NMR (CDCI3) : $ 7.99-8.04 (m, 2H), 7.58 (s, IH), 7.42-7.47 (ra, 3H), 7.23 (dd, J 
5 = 7.7, 7.7 Hz, IH), 6.89-6.95 (m, 2H), 6.83 (dd, J = 7.7, 2.5 Hz, IH), 4.30 (t, J = 7. 1 
Hz. 2H). 3.84 (s, 2H), 3.14 (s, 2H), 3.08 (t, J = 7.1 Hz, 2H)o 

^*fc^2 (3 7) 

2- (3- (2- (5-^f-;w-2- (4-7;wtn7x~;l/) 
10 J^h4rv) 7Ji^)\^;if-}\^^t) ftK 



TLC:Rf 0.39(^'nn.i>;i/2^ : ^ ^y-;U= 1 0 : 1) ; 
15 NMR(CDa3): S 7.97 (dd, J = 8.8, 5.2 Hz, 2H), 7.24-7.07 (m, 3H), 6.97 (m, IH), 
6.89 (d, J = 7.6 Hz, IH), 6.79 (dd. J = 8.0, 1.8 Hz, IH), 4.25 (t, J = 7.1 Hz, 2H), 
3.82 (s, 2H), 3.13 (s, 2H), 2.9 7 (t, J = 7.1 Hz, 2H), 2.37 (s, 3H)o 

^*fc^2 (3«) 

20 2 - (3 - (2 - (5-^f-;i--2- (1, Z-'Jt^^^yVV-5-^ )V) 




CH3 



o 
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tlx: : Rf 0.30 (> n n : ^ y -;i/= 1 0 : 1)1 

NMR (CDQa) : d 7.53 (d, J = 8.4 Hz, IH), 7.44 (d, J = 2.0 Hz, IH), 7.21 (t, J = 
5 7.9 Hz. IH), 7.05 (s, IH), 6.90-6.78 (m, 3H), 6.02 (s, 2H), 4.27 (t, J = 7.4 Hz, 2H), 
3.87 (s, 2H), 3.18 (s, 2H), 2,95 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H)o 

^mm2 (3 9) 

5- (3- (3- (5->-?';i'-2-7x~;i/;J-^-9-V-;w-4->f;i/) -fu 
10 7i-;i/) ^>ir>Wt 




TLC :Rf 0.63 (^^ n D*;i/A : pi y -;w= 9 : 1 ) ; 
15 NMR (CDCI3) : d 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7. 15 (m, IH), 6. 80-6.70 

(m, 3H), 4.00 (t, J = 6 Hz, 2H), 2.75 (t, J = 7 Hz, 2H), 2.60 (m, 2H), 2.35 (m. 2H), 
2.30 (s, 3H), 2.15 (m. 2H), 1.75-1.60 (m, 4H)o 

^1^m2 (4 0) 

20 2 - (3 - (2 - (5~^^)V-2 - (4-^on7i-;U) rt^^fV*-;!/- 
4--f;w) jch^v) 7i-;i/p<f-;u^:i-) g^^ 
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TLC:Rf o.29(^nn*;wA : ^^>'-;i/=i 0 : 1); 

NMR (CDCI3) : d 7.92 (d, J = 8.8 Hz, 2H), 7.41 (d. J = 8.8 Hz. 2H), 7.21 (t, J = 
5 7.9 Hz, IH). 7.02 (m, IH), 6 89 (d, J = 8.0 Hz, IH), 6.81 (d, J = 8.0 Hz, IH), 4.27 (t, 
J = 7.8 Hz, 2H), 3 86 (s, 2H), 3.16 (s. 2H) , 2.97 (t, J = 7.8 Hz, 2H), 2 39 (s, 3H)o 

2- (3- (5-;»{f-;i'-2-7x-;i/t^-<^V*-;i'-4-^;i/^ h^v) y 
10 I^K 




TLC:Rf 0.37(^'nD.-^;i/A : ^ ^y-;i/=9 : 1) ; 
15 NMR (GDOs) : S 8.05 -7.95 (m, 2H). 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 
IH), 7.05 (m, IH), 6.95-6.85 (m, 2H), 5.05 (s, 2H), 3.80 (s, 2H), 3.15 (s, 2H), 2.45 
(s, 3H)o 

^*fcg'l2 (4 2) 

20 2- (3 - (3 - (5-^'f;w-2-7x-;W;i-4r-tV-;W-4-'f;i') yo 
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TLC:Rf 0.42(^'nn^;i/A : ^y-;i/=9 : 1) ; 

NMR (CDQa) : S 8.00 -7.90 (m, 2H), 7.45-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 

5 IH), 6.95-6.85 (m, 2H), 6.80 (m. IH), 4.15 (t, J = 6.5 Hz, 2H). 3.85 (s, 2H), 3. 10 (s, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.30 (s. 3H), 2.10 (m, 2H)o 

mmm2 (4 3) 

2- (3- (2- (5-^f-;i^-2-'7ai-;u:i-^-9-y-;i/-4-^;i/) J-h 
10 ^v) 7x-;i') -2-;i^)i^'/u/iy^ 




TLC:Rf 0.51 (^'nn5^;l/A : ^ ^y-;i/= 1 0 : 1) ; 
15 NMR (CDQa) : S 7.96-8.01 (m, 2H), 7.40-7.45 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 
IH), 6.92-6.98 (m, 2H), 6.78 (m, IH), 4.22 (t, J = 6.6 Hz, 2H), 2.98 (t, J = 6.6 Hz, 
2H), 2.36 (s, 3H), 1.57 (s, 6H )» 

^^^2 (4 4) 

20 2- (3- (2- (5-^^;w-2- (2->f-;P7ji^;i') ;j-+-9-y-;u- 
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TLC : Rf 0.38 (^^ a n : j?< ^ y -;k= 1 0 : 1 ) ; 
NMR (CDQa) : S 7.89 (m. IH), 7.33-7. 17 (m, 4H), 6.99-6.79 (m. 3H), 4.29 (t, J = 
5 7.2 Hz, 2H), 3.83 (s, 2H), 3.12 (s, 2H), 2.99 (t, J = 7.2 Hz, 2H), 2.61 (s, 3H), 2.39 (s, 
3H)o 

2- (3- (2- (5-pff-;i'-2 - (3-^f-Jl'7i::^;U) 
10 A-^)V) oLhc^v) B^SS 




TLC:Rf 0.39(^'nu7}>;ui^ : p{^y-;i/=l 0 : 1); 
15 NMR (0003) : 5 7.79 (m, 2H), 7.37-7. 17 (m. 3H), 7.03 (m, IH), 6.88 (d, J = 7.4 
Hz, IH), 6.81 (m. IH), 4.28 (t, J = 7.2 Hz, 2H), 3.86 (s. 2H), 3. 16 (s, 2H), 2.98 (t, J 
= 7.2 Hz. 2H), 2.40 (s, 3H), 2.39 (s, 3H)„ 

mwm2 (4 6) 

20 2- (3- (2- (5-ptf-;i'-2- (4-;>« h4rv7a:-;i/) t^'^V~)V 

-4-'f;w) xh+v) 7x-;i/^f-;i/-?^:i-) g^g? 
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TLC:Rf 0.43(^^0 0*;!/^ : ^^y~;i/=i 0 : 1); 

NMR (GDQs) : S 7.92 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 7.9, 7.9 Hz, IH), 7.05 (m, 
5 IH), 6.95 (d, J = 9.0 Hz, 2H), 6.78-6.90 (m. 2H), 4.27 (t, J = 7.4 Hz. 2H), 3.86 (s, 
2H), 3.85 (s, 3H), 3.17 (s. 2H), 2.96 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H)o 

mmm2 (4 7) 

2- (3- (2- (5-^f-;l'-2- (4-- hn7i-;i/) :^-^-9-V-;l/- 




TLCrRf 0.48 (^'nn*;l/A : ^ ;J'y-;W=9 : 1) ; 
15 NMR(CDCl3): d 8.29 (d, J = 9.0 Hz, 2H), 8.13 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
8.0, 8.0 Hz, IH). 6.88-6.94 (m, 2H), 6.80 (dd, J = 8.0, 1.6 Hz, IH), 4.27 (t, J = 6.5 
Hz, 2H), 3.82 (s, 2H), 3.13 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H). 2.43 (s, 3H)o 

mmn2 (43) 

20 2- (3- (2- (5-p{^;>^-2-7x-;w:j-^-^^y-;u-4--f;i') Jih 
4rv) -5 -i5^on7a:.-;Up<f-;Wf-:t) Wpfk 
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OH 



TLC:Rf 0.26(^nD*;l/A : ^ ^ 1 0 0 I 1 0 I 1 ) ; 
NMR (CDQa) : S 7.95-8.00 (m, 2H), 7.41-7.47 (m, 3H), 6.93 (m, IH), 6.89 (m. 
IH), 6.81 (dd, J = 2.0, 2.0 Hz, IH), 4.27 (t, J = 7.2 Hz, 2H), 3.81 (s, 2H), 3.17 (s, 
2H). 2.97 (t, J = 7.2 Hz, 2H), 2. 39 (s, 3H)o 

^*fc^2 U9) 

2- (3- (2- (5-p«f";i'-2-7x-;i/:J-^"9-V-;i/-4->f;i/) J^b 
^v) -2->>«f-;i'7i-;wp<^;i'f-:^-) mk 



■njC:Rf 0.29(^nD>}?;l/A : .>{ ^>'-;i/= 1 0 : 1) ; 

NMR (GDQa) : 8 8.00-7.95 (m, 2H), 7.45-7.40 (m, 3H), 7.06 (t, J = 8.0 Hz, IH), 
6.85-6.78 (m, 2H). 4.23 (t, J = 6.5 Hz, 2H), 3.84 (s, 2H). 3.13 (s, 2H). 3.01 (t. J = 
6.5 Hz, 2H), 2.38 (s, 3H), 2.22 (s, 3H)o 

2- (1- (3- (2- (5-p{f-;u-2-7i-;u:^-^-9-V-;i/-4-'f;i/) 




CH3 
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TLC:Rf o.38(^'^D^h;^i^ : ;)« ^y-;i/= 1 0 : 1); 
NMR (CDQa) : d 8.00-7.94 (m, 2H), 7.46-7.39 (m, 3H), 7.23 (t, J = 7.8 Hz, IH), 
5 7.01 (bis, IH), 6.93 (brd. J = 8.0 Hz, IH), 6.83-6.78 (m, IH), 4.27 (t. J = 7.2 Hz, 
2H), 4.18 (q, J =7.0 Hz, IH), 3.06 (d, J = 15.6 Hz. IH), 3.04(d, J= 15.6 Hz, IH), 
2.96 (t, J = 7.2 Hz, 2H), 2.38 (s. 3H), 1.58 (d, J = 7.0 Hz, 3H)o 

^^Mi^2 (BY) 

10 2- (3- (2- (5-^f-;i'-2-7x-;i':i-^-9-y-;u-4-d';i/) -1 




15 TLC:Rf 0.37 C^' n n?^;i/A : ;»t ^ y -;i/= 1 0 I 1 ) ; 

NMR (CDCI3) : S 8.00-7.94 (m, 2H), 7.45-7.38 (m. 3H), 7. 18 (t, J = 7.2 Hz, IH), 
7.04 (hre, IH). 6.89-6.77 (m, 2H), 4.77 (m. IH). 3.83 (s, 2H), 3.16 (d, J = 15.0 Hz, 
IH), 3.10 (d, J = 15.0 Hz. IH), 3.01 (dd, J = 14 .2, 5.4 Hz. IH), 2.63 (dd, J = 14.2, 
7.8 Hz, IH). 2.35 (s, 3H), 1.34 (d, J = 6.2 Hz, 3H)o 

20 

2- (3- (2- (5-h';7;wtn^^;i/-2-7i~;i/:j-+-9-V^-;u-4 
xh^i/) 7jL-;i/^f-;i/f-;^-) g^^ 
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TLC:Rf 0.23(^'nn*;i/A : jj» ^y-;i/= 2 0 : 1) : 
5 NMR (CDQs) : S 8. 10-8.01 (m, 2H), 7.58-7.42 (m, 3H), 7.22 (t, J = 8.0Hz, IH), 
6.96-6.87 (m, 2H), 6.81 (m, IH), 4.31 (t, J = 7.0 Hz, 2H), 3.81 (s. 2H). 3.20 (t, J = 
7.0 Hz, 2H), 3.10 (s. 2H)o 

10 2- (3- (2- (5-^f';i'-2-7i:^;i/:i-^'9-V-;w-4--f;P) yn 




15 TLC:Rf 0.3Z {^^■^y : $f^^J-^}\y= 1 : 3) 

NMR (CDCla) : S 8.00-7.91 (m, 2H), 7.38-7.33 (m. 3H), 7.06 (t. J = 8.0 Hz, IH), 
6.83-6.67 (m, 3H), 4.18-3.94 (m, 2H), 3.67 (s, 2H), 3.15 (m, IH). 3.08 (s, 2H), 2.31 
(s, 3H), 1.34 (d, J = 7.0 Hz, 3H)o 

20 ^^^2 (5 4) 

2- (3- (2- (5-^f-;u-2-7ji-;ut^-<fV-;i/-4-'f ;u) jcb 
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TLC:Rf O37(^on*;i/A : p«^y-;i/= 1 0 : 1) ; 

NMR (CP3OD) : $ 7.98-7.93 (m. 2H), 7.50-7.41 (m, 3H), 7. 15 (t, J = 7. 8 Hz, IH), 

5 6.94-6.86 (m, 2H), 6.76 (m, IH), 4.24 (t, J = 6.6 Hz, 2H). 3.73 (d. J = 13.2 Hz, IH), 
3.72 (d, 13.2 Hz, IH) 3.27 (q, J = 7.0 Hz, IH), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H), 
L34(d, J = 7.0Hz,3H)o 

^mm2 (5 5) 

10 2- (3- (2- (5-P'^;l'-2- (4-J^-^;l'7a:-;i/) t^'^V-JU- 




15 TLC:Rf 0.33 {tK : ^ ^ ^ - ^Dn*;l/A= 1 : 1 0 : 1 0 0) ; 

NMR (CDOs) : S 7.88 (d, J = 8.5 Hz, 2H), 7.26 (d, J = 8.5 Hz. 2H), 7.20 (dd. J = 
8.0. 8.0 Hz. IH). 7.01 (d. J = 2.5 Hz, IH). 6.88 (d. J = 8.0 Hz. IH), 6.80 (dd, J = 8.0, 
2.5 Hz, IH), 4.26 (t, J = 7.0 Hz, 2H), 3.8 4 (s, 2H), 3. 15 (s. 2H). 2.97 (t, J = 7.0 Hz, 
2H). 2.68 (q. J = 7.5 Hz. 2H), 2.37 (s, 3H), 1.25 (t, J = 7.5 Hz. 3H)o 

20 

mmm2 (5 a) 

2- (3- (2- (5->f^;l/-2- (2, 2-v7;i/:i-D-l, 3-v^^^ 
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F 



5 TLC:Rf 0.31 (tK : ^^^^^-J^^l iJ' n nih;l/A= 1 : 1 0 : 1 0 0); 

NMR (CDOs) : 5 7.75 (dd, J = 8.5, 2.0 Hz, IH), 7.69 (d, J = 2.0 Hz, IH), 7.21 
(dd, J = 8.0, 8.0 Hz. IH), 7. 11 (d, J = 8.5 Hz, IH), 6.96 (d, J = 2.5 Hz, IH), 6.89 (d, 
J = 8.0 Hz, IH), 6.80 (dd, J = 8.0, 2.5 Hz, 1 H), 4.25 (t, J = 7.0 Hz, 2H). 3.83 (s, 2H), 
3.14 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.38 (s, 3H)o 

10 

2- (3- (2- {B-^^^n^-Z- (4-'rne;i/7x-;i/) 



15 




TLC : Rf 0.50 (tK : ^ >' --'H ^ a n 7|>;WA = 1 : 1 0 : 1 0 0) ; 

NMR (CDQs) : * 7.88 (d, J = 8.5 Hz, 2H), 7.24 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 

8.0, 8.0 Hz, IH), 7.02 (d, J = 2.5 Hz, IH), 6.88 (d, J = 8.0 Hz, IH), 6.80 (dd, J = 8.0, 
20 2. 5 Hz, IH), 4.27 (t, J = 7.5 Hz, 2H), 3. 8 5 (s, 2H), 3. 16 (s, 2H), 2. 97 (t, J = 7.5 Hz, 
2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H)o 
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mm (5 8) 

2- (3- (2- (5-pff-;i'-2- (4-'f vynn>"7ji-;u) ^^-tv^ 



5 




•nx::Rf 0.53 (tK: ^^^'-^w : ^'^D:^^;l/i^=l : i o : i o O) ; 

NMR (CDOs) : 5 7.89 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0 Hz, IH), 7.06 (d, J = 2.5 Hz, IH), 6.88 (d. J = 8.0 Hz, IH), 6.81 (dd, J = 8.0, 
10 2.5 Hz, IH), 4.28 (t, J = 7.5 Hz. 2H), 3.8 7 (s, 2H), 3. 17 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.94 (m, IH), 2.38 (s, 3H), 1.26 (d, J = 7.0 Hz, 6H)o 

^^^2 (.SO) 

2- (3- (2- (5-.xf';w-2-7x-;i/f-Tv^-;w-4->f;i/) j^h^ 
15 v) 7aL-;up<f-;wf-:^-) WfB 




TLCrRf 0.32(^nDjj^;i/A : ^ ^y-;i'= 1 0 : 1) ; 

20 NMR (CDQs) : 5 7.88-7.82 (m, 2H), 7.45-7.34 (m, 3H), 7.21 (t, J = 7.8 Hz, IH), 
6.98 (m. IH), 6.92-6.77 (m, 2H), 4.33 (t, J = 7.2 Hz, 2H), 3.83 (s, 2H), 3.20 (t, J « 
7.2 Hz, 2H), 3.12 (s, 2H). 2.47 (s. 3H)o 
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2- (3- (2- (5-p«f^JW-2- (4-rf^;P7i-;i/) :^Sf.^^/^fi,- 




TLC:Rf o.43(:5'^D;^;^A : p{^'y-;i'=9 : 1); 

NMR (CDQa) : ^ 7.85 (d, J = 7 Hz, 2H). 7.30-7.05 (m, 3H). 7.05 (brs, IH), 6.90- 
6.75 (tn, 2H). 4.30 (t, J = 8 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 2.95 (t. J = 8 Hz, 2H), 
2.60 (t, J = 8 Hz, 2H), 2.40 (s. 3H). 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 Hz, 
3H)o 

2- (3- (2- (5-xf-;^-2-7x-;^:^■4r•^^V-;^-4-^;^) j^Y 




TLCiRf 0.63 (^n a ;}> ;i/ : p( ^ 5 : 1); 

NMR (CDOs) : S 7.96-8.01 (m, 2H), 7.40-7.47 (m, 3H), 7.21 (dd. J = 7.8, 7.8 Hz, 
IH), 7.04 (m, IH), 6. 88 (d, J = 7.8 Hz, IH), 6.81 (dd. J = 7.8, 2.4 Hz, IH), 4.28 (t, J 
= 7.5 Hz, 2H), 3.86 (s, 2H) , 3. 17 (s, 2H), 2.98 (t. J = 7.5 Hz, 2H), 2.75 (q, J = 7.4 
Hz, 2H), 1.31 (t. J = 7.4 Hz, 3H)o 
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^*fc^2 (6 2) 

2- (3- (2- (5-p<-^;W-2- (2, 3, 5, 6 -r h77A/:i-n-4 

5 mm. 




F F 



TLC:Rf 0.33(^nn.i^;i/A : pt^y-;U= 1 5 : 1); 
10 NMR (CDCI3) : d 7.21 (t, J = 7.8 Hz, IH). 6.97-6.75 (m. 3H), 4.26 (t, J = 7.0 Hz, 

2H), 3.82 (s, 2H), 3.12 (s, 2H), 3.02 (t, J = 7.0 Hz. 2H). 2.42 (s, 3H), 2.33 (m, 3H)o 

mmm2 (6 3) 

2- (3- (2- (5-^^;W-2- (4 :4-4r-9-v*-;u 
15 -4-'r;w) ih^v) 7x-;wp(^;i/^:i-) g^^ 




TLCiRf o.50(^'Dn*;uA : j>{^'y-;i/=9 : 1); 

20 NMR (CDCI3) : d 7.90 (d, J = 8 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (br., IH), 6.90- 
6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 8 Hz, 2H), 
2.65 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.45-1.20 (m, 4H), 0.90 (t, J = 7 
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Hz, 3H)o 

2- (3- (2- (5-^f-;U-2- (3-^^0 0-4 -^•?^;W7a:-;l/) t' 

5 +^J-y-;i/-4-'f;u) J^h^v) 7x~;i/pt^;i'f-:i-) g^g? 




TLCrRf 0.63(^0 n*;UA ^y-;u=5 : 1) ; 
10 NMR (0X33) ' ^ 7.95 (d, J = 1.8 Hz, IH), 7.76 (dd, J = 8.0, 1.8 Hz, IH), 7.29 (d, 
J = 8.0 Hz, IH), 7.21 (dd, J = 7.8, 7.8 Hz, IH), 6.99 (m, IH), 6.89 (m, IH), 6.80 (m, 
IH), 4.26 (t, J = 7.1 Hz, 2 H), 3.84 (s, 2H), 3.15 (s, 2H). 2.97 (t, J = 7.1 Hz, 2H), , 
2.40 (s, 3H), 2.38 (s, 3H)o 

15 mmm2 (6 5) 

2- (3- (2- (5->f-;i'-2-v^'D^^i/;i/:J-^+hV-;U-4-'f;u) 




20 

TLC:Rf 0.38(^'nD*;UA : p<^>'-;l/=9 : 1); 

NMR iCDQi) : 8 7.20 (dd, J = 7.5, 7.5 Hz, IH), 7.05 (br. IH), 6.90-6.75 (m, 2H), 
4.20 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 2.85 (t. J = 8 Hz, 2H), 2.25 (s, 3H), 

176 
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2.10- L20 (m. 10H)o 

2- (3- (2- (5->«-?';i'-2-v^'o^^->;u^+-9-y-;i/-4-^;i/) 




TLCrRf 0.22(^nnj^;l//. : ^^y-;i/= 1 0 : 1); 
^fMR (CDQa) : 5 6.96 (m, IH), 6.76-6.66 (m. 2H). 6.58 (m. IH), 4.00 (m, 2H), 
10 3.48 (s, 2H), 3.07 (s. 2H), 2.74 (m, 2H), 2.62 (m, IH), 115 (s, 3H), 2.01-1.89 (m, 
2H), 1.80-1.15 (m, 8H)o 

^*fc^2 ffifi) 

2- (3- (2- (5-P<^;i'-2- (4- (2-p«f-;i'7'nif;i.) 7i-;i/) 




CHa 



TLCiRf 0.44(^'nn*;i/A : ^ ^'y-;l/=9 : 1) ; 
20 NMR (0X33) : 5 7.90 (d, J = 7 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (m, IH), 6.95- 
6.75 (m, 2H), 4.25 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, IH), 0.90 (d, J = 8 Hz, 6H)o 

177 
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^*feg«2 (6 7) 

2- (3- (2 - (5-^f■;^-2- (4- t -y^;i/7i-;i/) ir^-^^/- 
;i/-4-'f;v) ih4r'» S^S^ 



5 




TLC:Rf 0.50(^DD;^;l/A : ^^y~;i/=9 : 1): 

NMR(aX33): S 7.90 (d, J = 9 Hz, 2H), 7.45 (d, J = 9 Hz, 2H), 7.20 (dd, J = 8, 8 
Hz, IH), 7.05 (br., IH), 6.90-6.80 (m, 2H), 4.30 (t. J = 7.5 Hz, 2H), 3.85 (s, 2H), 
10 3.20 (s. 2H), 3.00 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H)o 

mi nz (gg) 

2- (3- (2- (5-^^;l'-2- (4-->^'n^^i/;i/7i-;W) 




TLC:Rf 0.65(^nD*;uA : pt^y-;i/=9 : d; 

NMR (CDQa) : 5 7.89 (d, J = 8.5 Ha 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
20 8.0, 8.0 Hz, IH), 7.03 (m, IH), 6.88 (d, J = 8.0Hz, IH), 6.80 (dd, J = 8.0, 2.2 Hz, 
IH), 4.27 (t, J = 7.5 Hz, 2H) , 3.85 (s, 2H), 3. 16 (s, 2H), 2.97 (t, J = 7.5 Hz, 2H), 
2.53 (m, IH), 2.37 (s, 3H), 1.70-1.90 (m, 4H). 1.20-1.52 (m, 6H)o 



178 
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mmn2 (69) 

2- (3- (5-^f-;i^-2- (1, 3 y v> - 5 )u) 



5 




TLCrRf 0.40(^aD*;l/A : ^y-;l/= 1 0 : 1) ; 

NMR (CDQa) : 5 7.54 (dd, J = 8.0. 1.8 Hz, IH). 7.46 (d, J = 1.8 Hz, IH). 7.21 (d, 
J = 8.0 Hz, IH), 7.07-7.02 (m, IH). 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 2H), 
10 3.78 is, 2H), 3.1 1 (s, 2H), 2.42 (s, 3H)o 

^*fc^2 (7 0) 

2- (3- (5-^f-;i/-2- (4--fv/ne;i/7x-;u) ^^-y-V-;!/- 




TLC:Rf 0.48(^'OD*;i/A : p{ ^7-;!/= 1 0 : 1) ; 

NMR (GDCI3) : S 7.92 (d, J = 8.5 Hz, 2H), 7.34-7. 17 (m, 3H), 7.08-7.03 (m, IH). 
20 6.96-6.84 (m, 2H). 5.02 (s, 2H), 3.78 (s, 2H). 3.11 (s, 2H), 2.94 (sep., J = 7.0 Hz. 
IH), 2.44 (s, 3H), 1.26 (d. J = 7.0 Hz, 6 H)o 
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^1^m2 (7 1) 

2- (3- (2- (4--?<f-;i/-2-7aL-;i/:t+-i?-:/-;i'-5-^;i') 

5 




TLC:Rf 0.38(^nn*;i/A : pi ^/-;i/= 1 0 : 1) ; 
NMR (CDQs) : 8.00-7.95 (m, 2H), 7.49-7.37 (m, 3H), 7.22 (t, J = 8.0 Hz, IH), 
10 6.95-6.76 (m, 3H), 4.23 (t,J = 7.0 Hz. 2H), 3.81 (s, 2H), 3.15 (t, J = 7.0 Hz, 2H), 
3.10 (s, 2H). 2.22 (s, 3H)o 

mm ^Z (7 2) 

2- (3- (2- {5-^^n^-2- (3, 4-v'pf h^'>7i-;i^) 

15 v"-;u-4--(';u) o^h^v) yji=.)V:>i^)V^t) g^K 
H3C-0 

TLC:Rf 0.62(^nn*;l/A : ^ ^'y-;i/=5 : 1) ; 
20 NMR (CDCI3) : S 7.57 (dd. J = 8.5. 2.0 Hz. IH), 7.51 (d, J = 2.0 Hz. IH). 7.21 
(dd. J = 8.0, 8.0 Hz, IH), 7.04 (m, IH), 6.91 (d, J = 8.5 Hz, IH), 6.78-6.90 (m, 2H), 
4.28 (t, J = 7.5 Hz, 2H), 3.95 (s, 3H). 3.93 (s, 3H), 3.86 (s, 2H), 3.16 (s, 2H), 2.96 (t, 
J = 7.5 Hz, 2H). 2.38 (s, 3H)o 

180 
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mmnz (73) 

2- (3- (2- (5-P»'^;i/-2- (4-YV7)VtU;t h^5/7x-;U) 

5 




TLC:Rf 0.39(^nD*;i/A : p{^y-;i/=9 : 1); 

NMR (CDCI3) : * 8.00 (d, J = 8 Hz, 2H), 7.30 (d, J = 8 Hz. 2H), 7.20 (dd, J = 7.5, 
10 7.5 Hz, IH), 7.00 (br. IH) 6.90 (d. J = 7.5 Hz, IH), 6.80 (dd, J = 7.5, 7.5 Hz, 1 H), 
4.25 (t, J = 7 Hz, 2H), 3.85 (s, 2H), 3.15 (s. 2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H)o 

^*fc^2 (7 4) 

2- (3- (2- (5-pt^;i/-2- (3. 4, 5 - h U > > * v7 jc-;W) 
15 :i-^HJ-V-;i/-4-'f;i/) J^h^i/) 




TLC:Rf 0.39(^on.i^;Vi^ : ^y-;l/=9 : 1) ; 
20 NMR(CDa3): S 7.25-7.15 (m, 3H), 7.05 (m, IH), 6.90-6.75 (m, 2H), 4.25 (t, J = 
7.5 Hz, 2H). 3.95 (s, 6H), 3.90 (s, 3H). 3.85 (s, 2H), 3.15 (s, 2H), 2.95 (t, J =7.5 Hz, 
2H), 2.40 (s, 3H)o 
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2- (3- (2- (5-p«f-;w-2- (4->f-;i/t:*^9i?>-l -'f;!/) 




TLCrRf 0.26 (Tfc: 9 ^ -JX^ \ ^Dn*;i/A=l : 1 0 : 1 0 0); 
NMR (CDCI3) -.8 7.14 (dd, J = 7.5. 7.5 Hz, IH), 6.88 (d, J = 7.5 Hz. IH), 6.73 
10 (dd, J = 7.5, 2.0 Hz, IH), 6.70 (d, J = 2.0 Hz. IH), 4.27 (t, J = 6.5 Hz, 2H), 3.78 (s. 
2H), 3.55 (t. J = 5.0 Hz, 4H). 3. 14 (s, 2H). 2.90 (t. J = 6.5 Hz, 2H), 2.85 (t. J = 5.0 
Hz, 4H). 2J1 (s. 3H). 2.19 (s. 3H)o 

MHumi (7R) 

15 2- (3- (2- (5-^f-;U-2- (4-^^;i^f-:j-7i-;W) 




20 TLC:Rf 0.33 (tK I ^^^-^H ^nn.i^;i/A=l : 1 0 : 1 Q 0) ; 

NMR (CDdj) : $ 7.88 (d. J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Ha IH), 7.03 (dd. J = 2.5, 2.0 Hz. IH), 6.88 (ddd, J = 8.0, 2.0, 1.0 Hz, IH). 
6.80 (ddd, J = 8.0, 2.5, 1.0 Hz, IH), 4.27 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3. 16 (s, 
2H), 2.96 (t. J = 7.5 Hz, 2H), 2.51 (s, 3H). 2.37 (s, 3H)o 

182 
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mmnz (77) 

2- (3- (2- (5-p<f-;w-2- (euv'>-2--f;i') t^'^y-Ji^- 




TLCrRf o.55(^^nn7^;i/i^ : ^^y-;i/=5 : 1); 

NMR (CDQa) : * 8.77 (ddd, J = 4.9, 1.8. 0.8 Hz, IH), 8.04 (ddd, J = 8.0, 1.2, 0.8 
10 Hz, IH). 7.84 (ddd, J = 8.0, 7.6. 1.8 Hz. IH), 7.38 (ddd, J = 7.6, 4.9, 1.2 Hz. IH), 
7.23 (dd. J = 7.8. 7.8 Hz, 1 H), 7.10 (m, IH), 6.92 (m, IH), 6.81 (m, IH), 4.34 (t, J = 
7.0 Hz, 2H), 3.85 (s, 2H), 3.13 (s, 2H). 2.99 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H)o 

15 2- (3- (2- (5-pt^;U-2- {^t7JLy-2--()^) 




20 TLC:Rf 0.52 (:J^ D D 7^;Uis : p« ^ y -71/= 5 I 1 ) ; 

NMR (CDCI3) : d 7.64 (dd, J = 3.6. 1.2 Hz, IH), 7.39 (dd, J = 5.0, 1.2 Hz, IH), 
7.20 (dd, J = 7.8, 7.8 Hz, IH), 7.09 (dd, J = 5.0, 3.6 Hz, IH), 7.00 (m, IH), 6.88 (m, 
IH), 6.80 (m, IH), 4.25 (t, J= 7.4 Hz, 2H), 3.85 (s, 2H), 3.16 (s, 2H), 2.95 (t, J = 
7.4 Hz, 2H), 2.36 (s, 3H)o 

183 
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miikm2 (7 9) 

2- (3- (2- (5-p«f-;b-2- (3-- hD-4 :j- 




TLC:Rf 0.40(B^®EJ^f-;i/) ; 

NMR (CDCI3) : 5 8.52 (s. IH), 8,07 (d. J = 8.0 Hz, IH), 7.39 (d, J = 8.0 Hz, IH), 
10 7.18 (m, IH), 6.70 - 7.00 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.11 (s, 2H), 
2.97 (t, J = 6.6 Hz, 2H), 2.61 (s, 3H), 2. 39 (s, 3H)o 

^mm2 (8 0) 

2- (3- (2- (5-p«f-;i/-2- (4-vp«f-;i/T^y7x-;i/) t^-^ 




TLC:Rf 0.47 (Tfc: J^^^-^U: ^^DD*;i/A=l : 1 0 : 1 0 0) ; 
20 NMR (CDCI3) : $ 7.84 (d, J = 9.0 Hz, 2H). 7.20 (dd. J = 8.0, 8.0 Hz, IH), 7. 1 1 
(dd, J = 2.0, 1.0 Hz, IH), 6.87 (dd, J = 8.0, 1.0 Ha IH), 6.80 (dd. J = 8.0, 2,0 Hz, 
IH), 6.71 (d, J = 9.0 Hz, 2H), 4.29 (t, J = 8.0 Hz, 2H), 3.88 (s, 2H), 3.1.9 (s. 2H), 
3.02 (s, 6H), 2.94 (t, J = 8.0 Hz, 2H), 2.35 (s, 3H)o 

184 
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^*fc^2 (8 1) 

2- (3- (2- i5'-^^)l^-2-i/iru^>^)Ut^'^:/'-)V-4-^ )U) 

5 




•ILC:Rf 0.44(^nD;^;i/A : ^^'y-;u=9 : i); 

NMR (CDOj) : S 7.20 (dd, J = 7.5, 7.5 Hz. IH), 7. 10 (br. IH), 6.85 (d, J = 7.5 
10 Hz, IH), 6.80 (dd, J = 7.5, 1.5 Hz, IH), 4.20 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 
(s, 2H), 3.15 (m, IH), 2.85 (t, J = 7.5 Hz. 2H). 2.25 (s, 3H). 2.20-1.60 (m, 8H)o 

H;^ (2- (3- (2- (5-;if-n^-2-'y^a^y^}Vt^'^y-n^-4 

15 




iLCiRf 0^9(^'no7j>;uA : pt^y-;i/=i 0 : 1); 

NMR (DMSO-dg) : S 7. 18 (t, J = 8.0 Hz, IH), 6.88-6.72 (m. 3H), 4.09 (t, J = 6.8 

20 Hz. 2H), 3.69 (s, 2H), 3. 19-3.00 (m, IH), 2.96 (s, 2H), 2.84 (s, 2H), 2.78 (t, J = 6.8 
Hz, 2H), 2.21 (s, 3H), 2.06-1.48 (m, 8H)o 

185 
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mmm2 (82) 

2- (3- (2- (5->^;i'-2- (4 
4->f;i/) JCh4rv) 7i-;u) g^K 



5 




TLC:Rf 0.46(^^00 ^y-;i'= 1 0 : 1) ; 
NMR (CDC^) : $ 7.85 (d, J = 8.4 Hz, 2H). 7.27-7.14 (m, 3H), 6.89-6.75 (m, 3H), 
4.20 a J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s. 3H). 2.35 (s, 
10 3H)o 

2- (3- (2- (5-^f-;i'-2- (4-x-f;i/7x-;W) :j-+-9-V~;w- 
4--f;i/) J^h^v) 7x-;w) g^^ 




TLC:Rf 0.54(^nD;^;i/A : pi^'y-;w=l 0 : 1); 

NMR (CDCI3) : ^ 7.88 (d, J = 8.2 Hz, 2H), 7.29-7. 15 (m, 3H), 6. 89-6.75 (m, 3H), 
20 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s. 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.68 (q, J = 7.6 Hz, 
2H), 2.35 (s. 3H), 1.25 (t, J = 7.6 Hz, 3H)o 



186 
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2- (3- (2- (5-p{f-Jl'-2- (4-7'Dti';l/7ji-;W) 




TLC:Rf 0J7(^nn7f:;i/A : p< ^y-;W= 1 0 : 1) ; 
NMR (CDCls) : 7.87 (d, J = 8.2 Hz, 2H), 7.28-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.61 (t, J = 7.5 Hz, 
2H), 2.35 (s, 3H), 1.65 (sixtet, J = 7 J Hz, 2H), 0.94 (t, J = 7.5 Hz, 3H)o 

^mm2 (8 5) 

2- (3- (2- (5-.J<f-;i'-2- (4-'f V7'De;W7i-;V) t^^V 



15 




TLC:Rf 0.52(^^nn;}x;i/A : >X^'>'-;i/=l 0 : 1); 
NMR (CDCI3) : 8 7.88 (d, J = 8.2 Hz. 2H). 7.32-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4. 19 (t. J = 6.6 Hz, 2H). 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.93 (sept, J = 7.2 Hz, 
20 IH), 1.25 (d, J = 7.2 Hz, 6H)o 

^mm2 (8 6) 

2- (3- (2- (5-^f-;i/-2- (4- (2 -;><f-;i/7'otf;i') 7 x.:^}V) 
:*-^"9-V-;i/-4 --f xh^v) 7x-;i/) g^i? 

187 
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H3C 




CH3 



TLC:Rf 0.50(^^nn;^;i/A : p< ^'>'-;l/= 1 0 : 1) ; 
5 NMR (CDa3): S 7.87 (d. J = 8.2 Hz, 2H), 7.26-7. 15 (m, 3H), 6.89-6.76 (m, 3H). 
4.20 (t, J = 6.6 Hz. 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.50 (d, J = 7.0 Hz, 
2H), 2.35 (s, 3H), 1.88 (m. IH ). 0.90 (d, J = 6.6 Hz, 6H)o 

10 2- (3- (2- (5-:^f-;u-2- (4 - t -y-?';i/7 t^-^V- 



15 TLC:Rf 0.44(^'no^;UA : pt^y-;i/= 1 0 : 1) ; 

NMR (CDCI3) : S 7.89 (d, J = 8.2 Hz, 2H), 7.43 (d, J = 8.2 Hz, 2H), 7.20 (t, J = 
8.0 Hz, IH), 6.89-6.76 (m, 3H). 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 
6.6 Hz, 2H), 2.35 (s, 3H), 1.33 (s, 9H)o 

20 mmmi 

2- (3- (2- (5-^^;i— 2-v'^'n>/Dk:*;i/:j-4r-9-y-;i/-4-^;w) 



H3C, 
H3C- 
H3C 




OH 



0'^CH3 
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TLC:Rf 0.39(2K: 9 J -)\^ '. ^Dn*;i/A=l : 1 0 : 1 0 0) ; 
NMR (CDQa) : 8 7.18 (dd, J = 8.0, 8.0 Hz, IH), 7.00 (d, J = 2.5 Hz, IH), 6.86 (d, 
5 J = 8.0 Hz, IH), 6.77 (dd. J = 8.0. 2.5 Hz, IH). 4.19 (t, J = 7.5 Hz, 2H), 3.83 (s. 2H). 
3.15 (s. 2H), 2.84 (t, J = 7.5 Hz, 2H), 2.22 (s, 3H), 2.06 (m, IH). 1.10-0.95 (m. 4H)o 

^mSkl (8 9) 

2- (3- (2- (5-p<f-;^-2- (4- (1, 2, 3-^TvTV-;i/- 
10 4-^)1^) 7i-;W) :i-4r"9-y-;W-4-'f ;U) J^h^rv) 7 

=*■) ft®? 




15 TLC:Rf 0.30 (iJ' n D;^;i/A : ^ y 1 0 : 1 ) ; 

NMR (CD^OD) : * 9.35 (d. J = 0.8 Hz, IH), 8.24 (d. J = 8.2 Hz, 2H), 8. 1 1 (d, J = 

8.2 Hz, 2H), 7.20 (t, J = 7.6 Hz, IH), 6.95-6.78 (m, 3H), 4.27 (t, J = 6.2 Hz. 2H). 
3.78 (s, 2H), 3.06 (s, 2H), 3.00 (t, J = 6.2 Hz , 2H), 2.41 (s, 3H)o 

20 mmnz (9q) 

2- (3- (2- (5-pJf-;l'-2- (4- (4-^f-^l'-l, 2, 3 -^T 



189 
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CH3 



TLC:Rf 0.34(^'no.i?;Wi^ : pi^/-;W=l 0 ; 
5 NMR (CDCI3) : S 7.22 (t, J = 8.0 Hz, IH), 6.95-6.74 (m, 3H), 4.24 (t, J = 6.2 Hz, 
2H), 3.81 (s, 2H), 3.11 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.2 Hz, 2H), 2.42 (s, 3H)o 

2- (3- (2- (5-P<f-;i/-2- (4-J>» b4r'>7i~;w) t^'^V-A^ 
10 ih^v) 7x^;l/) 




TLC:Rf 0.67(^^ODj^;i/A : ^^'y--;i/=l 0 : 1); 
15 NMR (CDQs) : S 7.90 (d. J = 9.0 Hz, 2H), 7.20 (t, J = 8.0 Hz, IH), 6.93 (d, J = 
9.0 Hz, 2H), 6.89-6.76 (m, 3H), 4. 19 (t, J = 6.6 Hz, 2H), 3.84 (s, 3H), 3.59 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.34 ( s, 3H)o 

mmm2 (92) 

20 2- (3- (2- (5-^f-;W-2- (3, 4-v;< h+v7ji-;U) t^-*)- 



190 
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OH 



HgC 



CH3 



TLC:Rf o.54(^^DD;^;i/A : ;>< ^y-;u= 1 0 : 1) ; 

NMR (GDQs + CD3OD) : S 7.56 (dd, J = 8.2, 2.0 Hz, IH), 7.51 (d, J = 2.0 Hz, 

5 IH), 7.22 (t, J = 8.0 Hz, IH), 6.93 (d, J = 8.2 Hz, IH), 6.90^.77 (m. 3H), 4.22 (t, J 
= 6.6 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H). 3.57 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 
(s, 3H)e 

10 2- (3- (2- (5-p'f-;i'-2- (1, 3-'Jt^'^^yr>-5-^ }V) 



15 TLC:Rf 0.53 (^^ n n:!j^;UA : ^ ^ y -;i/= 1 0 I 1 ) ; 

NMR (CDC%) : S 7.51 (dd, J = 8.2, 1.8 Hz, IH). 7.43 (d, J = 1.8 Hz. IH), 7.21 (t, 

J = 7.6 Hz, IH), 6.89-6.76 (m, 4H). 6.00 ( s. 2H), 4. 19 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.94 (t, J = 6.6 Hz, 2H), 2.34 (s. 3H)o 

20 mmm2 (9 a) 

2- (3- (2- (5-P<-^;i'-2- (3, 4, 5 - h V ^ b *->7 i-;l/) 
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H3C-O 




O 



/ 



H3C 



TLC:Rf 0.47 (^nD;^;l/A : p{ ^y-;i'= 1 0 : 1) ; 
5 NMRCCDQj): d 7.21 (t, J = 8.0 Hz, IH), 7.20 (s, 2H), 6.89-6.76 (m, 3H), 4.21 (t, 
J = 6.6 Hz, 2H), 3.91 (s, 6H), 3.88 (s. 3H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H). 
2.38 (s, 3H)o 

mmm2 (OR) 

10 2- (3- (2- (5-.>i^;i/-2- (4-h';7;i/*o^ h^'>7i-;i') 



15 TLC:Rf 0.57 (^^ n D7h;i/A : ^ ^ y -;i/= i 0 : 1 ) ; 

NMR (0X13) : $ 8.00 (d, J = 8.8 Hz, 2H), 7.30-7. 16 (m, 3H), 6. 89-6.76 (m, 3H), 
4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H). 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H)o 

20 2- (3- (2- (5-7<f-;U-2- (2, 2 -i?7;W:tn- l , 3-^:*-^ 




192 



wo 99/46232 



PCT/JP99/01134 




F 



TLC:Rf 0.53(^nn7}^;i/A : >^>'-;i/=l 0 : D; 
5 NMR (CDa3) : S 1.1 A (dd, J = 8.4, 1.5 Hz, IH), 7.68 (d, J = 1.5 Hz, IH), 7.22 

(dd, J = 9.4, 7.4 Hz, IH), 7.09 (d, J = 8.4 Hz, IH), 6.89-6.76 (m, 3H), 4.21 (t, J = 
6.6 Hz. 2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H)o 

^M;glJ2 (9 7) 
10 2- (3- (2- (5-^^^^-2- {A-Y^)'7)VtX3 




15 TLC:Rf 0.47 (iJ' n a*;i/A : ^ rJ' / -;i/= 1 0 : 1 ) ; 

NMR (DMSOdg) : S 8.02 (d. J = 8. IHz, 2H), 7. 8 1 (d, J = 8. IHz, 2H), 7.20 (t, J = 

7.8Hz, iH), 6.86-6.80 (m. 3H), 4.20 (t, J = 6.6Hz, 2H), 3.74 (s, 2H), 3.09 (s, 2H), 
2.94 (t, J = 6.6Hz, 2H), 2.37 (s, 3H)o 

20 mmm2 (9 8) 

2- (3- (2- (5->-f;W-2- (4-'>7/7x-;i/) ;j-i|r-tV-;W- 
4-'f;v) xh^^i/) 7jL-;up<^;uf-t) 
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TLC:Rf 0.24('v+-9-> : S^J^-^;l^= 1 I 1)1 
5 NMR (CDQa) : $ 8.08 (d, J = 8.0 Hz, 2H), 7.72 (d, J = 8.0 Hz, 2H), 7.22 (m, IH), 

6.76-6.98 (m, 3H). 4.26 (t, J = 6.6 Hz, 2H). 3.83 (s. 2H). 3.13 (s, 2H), 2.99 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H)o 

mmn2 (99) 

10 2- (3- (2- (5-^^;i'-2- (7 7>-2--f;V) t^-^'/-)V-A 




15 TLC:Rf 0.24 (^^"t > ! g^^a^-9^;l'= 1 : 1 ) ; 

NMR (CDQa) : 8 7.52 (m, IH), 7.20 (m, IH), 6.74-7.03 (m. 4H), 6.51 (dd, J = 

3.4, 1.6 Hz, IH), 4.25 (t, J = 6.8 Hz, 2H), 3.82 (s. 2H), 3.13 (s, 2H), 2.97 (t, J = 6.8 
Hz, 2H), 2.37 (s, 3H)o 

20 MWm 2 (ICQ) 

2- (3- (5->-f;i/-2-7i-;i/:i-:^-9-y-;u-4-'f;W) p<h^v) 
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TLC:Rf 0.31(^DO.1>;l/i^ : p»^y-;i/=8 : 1); 

NMR (CDCI3) : d 8.00 (m, 2H), 7.42 (m. 3H), 7.24 (m, IH), 6.85-6.98 (in, 3H). 
4.98 (s, 2H), 3.61 (s, 2H), 2.42 (s. 3H)o 

mmm2 n o n 

2~ (3- (2- (5-^f-;i/-2-7x-;u^TV-;w-4-'f ;u) 




TLC:Rf 0.43(^'nn;h;i/A : ;>e^y-;i/=9 : 1); 

NMR 0 : S 7.89-7.81 (m, 2H), 7.46-7.34 (m, 3H), 7.26-7.16 (m. IH), 6.87-6.78 
(m, 3H), 4.30 (t, J = 6.8 Hz, 2H), 3.59 (s. 2H), 3.18 (t, J = 6.8 Hz, 2H), 2.45 (s. 3H)o 

mmim2 (i 021 

2- (3- (3- (5-j>t^;i'-2-7ji-;P:i-^-9-V-;i/-4-'f;i') -/n 
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TLC:Rr 0.50(:{'nn7^;UA : ;>«^y-;i/=8 : 1); 

NMR (CDO.2) : 8 7.97 (m, 2H), 7.41 (m, 3H), 7.22 (m, IH), 6.74-6.92 (m. 3H), 

5 3.94 (t, J = 6.0 Hz, 2H). 3.61 (s, 2H), 2.68 (t, J = 7.0 Hz. 2H). 2.27 (s, 3H). 2. 1 1 (m, 
2H), 

2- (3- (2- (2-7i-;U:*-^-9-y-;U-4-'fJU) J-h^'y) 
10 ftffij 




TLC:Rf 0.39(^'na*;l'A : ^y-;l/=8 : 1) ; 
15 NMR(CDa3): 8 8.01 (m, 2H). 7.55 (s, IH), 7.43 (m, 3H), 7.23 (m, IH). 6.85 (m, 
3H), 4.25 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 3.07 (t, J = 6.4 Hz, 2H)o 

^^^J 2 (10 4) 

2- (3- {2- (5-^-f-;i'-2- (4-v^'n^^v/;U7i-;i/) 
20 y-;U-4->f;i/) xh+v) 7xx;i/) 
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TLC:Rf o.62(^'Da;^;i/A : ^^y-;w=5 : 1); 

NMR (GDQs) : $ 7.88 (d, J = 8.2 Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.21 (m, IH), 
5 6.78-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.52 (m, IH), 2.35 (s, 3H), 1 .70-1.95 (m. 4H), 1.20-1.53 (m. 6H)o 

mmm2 (10 5) 

2- (3- (2- i5-^^)\^-2- (3 -^nD-4 -^f-;i/7i^;i') t 




TLC:Rf 0.67(^'Dn*;i/A : ^ ^y-;u=5 : 1) ; 
15 NMR (CDQa) : (J 7.95 (d, J = 1.7 Hz, IH), 7.75 (dd, J = 8.0, 1.7 Hz, IH), 7.27 (d, 
J = 8.0 Hz, IH), 7.21 (m, IH), 6.78-6.88 (m, 3H), 4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.96 (t. J = 6.6 Hz, 2H ), 2.40 (s, 3H). 2.36 (s, 3H)o 

mikm2 (I ofi) 

20 2- (3- (2- (5-^^;W-2- (4-v^^f';U75 y 7x-;i/) t^-^ 
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TLC:Rf 0.55(^'nD*;i/A : pi^y-;i/=5 : 1); 

NMR (CDCI3) : S 7.83 (d, J = 9.0 Hz, 2H), 7.09 (dd, J = 8.0, 8.0 Hz, IH), 6.76- 
5 6. 87 (m, 3H), 6.70 (d, J = 9.0 Hz, 2H), 4. 18 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 3.01 (s, 
6H), 2.94 (t, J = 6.8 Hz, 2H ), 2.32 (s, 3H)o 

mmm2 (i o?) 

2- (3- (2- (5-J^f-;w-2-7i-;i/;i-^-9-V-;i/-4--^;i/) 
10 ^v) 7jl-;w) ftSj 




TLC:Rf 0.44(:^nD3h;i/A : p{^y-;U=8 : 1); 
15 NMR(CDa3): S 7.97 (m, 2H), 7.41(m, 3H), 7.20 (m, IH), 6.82 (m, 3H), 4.20 (t. 
J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.73 (q, J = 7.6 Hz, 2H), 1.29 
(t,J = 7.6Hz.3H)o 

mmm2 n an) 
20 2- (3- (2- (5-^^;i'-2- (4-"/f-;i'7ji-;j/) 
4->f;i/) 7jl-;u) ^m. 
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H3C 

TLC:Rf 034(:J^na;J,jl/A : ^'>'-;l/=8 : 1) ; 

NMR (CDQa) : S 7.87 (d, J = 8.2 Hz, 2H), 7.22 (d, J = 8.2 Hz, 2H). 7.14-7.28 (m, 

5 IH), 6.82 (m. 3H). 4.19 (t, J = 6.6 Hz. 2H), 3.59 (s. 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.63 (t, J = 7.6 Hz, 2H), 2.34 (s. 3H), 1.61 (m, 2H), 1.35 (m, 2H), 0.92 (t, J = 7.2 Hz, 
3H)o 

^jfe#l2 fl 0 9) 

10 2- (3- (2- (5-^^^W-2- (4-:J^nD7x-;W) t^'^'/-n^- 
4--f;u) xh+v) 7x-;i/) WfM 




15 TLC:Rf 0.57(^^0 n*;w A : .5« ^'y-;u= 8 : 1) ; 

NMR ((3X33) : * 7.90 (d, J = 8.8 Hz, 2H). 7.38 (d, J = 8.8 Hz, 2H), 7.16-7.28 (m. 
IH), 6.83 (m. 3H), 4.20 (t, J = 6.6 Hz. 2H), 3.59 (s. 2H), 2.96 (t, J = 6.6 Hz. 2H). 
136 (s, 3H)o 

20 mmm2 (i i o) 

2- (3- (2- (5-^^;i/-2- (^^7x^-2 :i-^-9-v*-;i/ 

-4-^;i/) a:h^v) 7x^;i') 
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TLC:Rf 0.70(^nD*;l/is : ^^y'-;i/=5 : 1); 

NMR (CDCI3) : S 7.59 (dd, J = 3.6, 1.2 Hz, IH), 7.36 (dd, J = 4.8, 1.2 Hz, IH), 

5 7.21 (m. IH), 7.07 (dd, J = 4. 8, 3.6 Hz, IH), 6.77-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 
2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2. 34 (s, 3H)o 

^*fc<gll2 (1 1 1) 

2- (3- (2- (5-^f-;J'-2- (77>-2--f;U) t^'^^Z-Jl^-A 

10 jch^v) 7x-;u) g^^ 




TLC:Rf 0.69 (^nD;h;l/ A : >'-;!/= 5 : 1) ; 
15 NMR (CDCI3) : S 7.51 (m, IH), 7.21 (m. IH). 6.93 (d, J = 3.5 Hz. IH), 6.78-6.87 
(m, 3H), 6.50 (dd, J = 3.5, 1.9 Hz, IH), 4.22 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.95 (t, 
J = 6.6Hz,2H),2.35(s,3H)o 

mm M2 (112) 

20 2- (3- (2- (5-^f-;w-2- (If V v>-2--f ;i/) t^-^''/-)U- 
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TLC:Rf o.67(^nD*;i/A : ^^y-;i/=5 : 1); 

NMR (GDOs) : S 8.71 (d, J = 4.8 Hz, IH), 8.05 (d, J = 7.8 Hz, IH), 7.79 (ddd, J 
5 = 7.8, 7.8. 1.8 Hz. IH), 7.32 (ddd. J = 7.8, 4.8, 1.8 Hz, IH), 7.21 (dd, J = 7.8, 7.8 
Hz, IH), 6.78-6.87 (m, 3H), 4 .26 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 2.99 (t, J = 6.8 
Hz, 2H), 2.41 (s, 3H)o 

^mm 2 (113) 

10 2- (3- (2- {5-^f-)i^-2- (2 -p<^;W7jc-;u) :j-i(r"9- V-;^- 




CH3 



15 TLC:Rf 0.68 o n*;i/i^ : p( ^ y -;l/= 5 : 1 ) ; 

NMR (CDCI3) : S 7.90 (m, IH), 7. 18-7.30 (m, 4H), 6.80-6.87 (m. 3H), 4.24 (t, J = 
6.7 Hz, 2H). 3.60 (s, 2H). 2.98 (t, J = 6.7 Hz, 2H), 2.64 (s, 3H), 2.37 (s, 3H)o 

mnamz (^ 1 A) 

20 2- (3- (2- (5-p«^;i/-2- (3 -p'^;l'7i-;l/) :^+HfV*-;i/- 
4--f;u) J^h^rv) 7i^;i/) g^gt 
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TLCiRf 0.71(^^nn*;l/A : ^^^y-juss : 1): 

NMR (CDCI3) : S 7.74-7.81 (m. 2H), 7. 17-7.35 (m, 3H), 6.78-6.87 (m, 3H), 4.21 
(t, J = 6.6 Hz, 2H), 3.60 (s. 2H), 2.97 (t, J = 6.6 Hz. 2H), 2.39 (s, 3H), 2.36 (s. 3H)o 

mimm2 (1 1 .s) 

2- (3- (2- (5-X-?^;U-2- (4-h';7;U:i-n^f-;i/7i-;i/) :i- 




TLC:Rf 0.54(^'nn*;uA : .>« ^^y-;u=8 : 1) ; 

NMR (CDOs) : * 8.08 (d. J = 8.0 Hz, 2H), 7.67 (d, J = 8.0 Hz, 2H), 7.17-7.24 (m, 
IH), 6.83 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H). 2.98 (t, J = 6.6 Hz, 2H), 
2.39 (s, 3H)o 

mmmi (116) 

2- (3- (2- (5-><-^;w-2- (4-7;l/;i-D7i-;i/) t^'^V-JU 
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CH3 



TLC:Rf 0.59(^uu^)VA: ;t^y'-}U=B : 1); 

NMR (CaXHs) : 8 7.95 (tn, 2H), 7.03-7.26 (m, 3H), 6.83 (m, 3H), 4.20 (t, J = 6.6 
5 Hz,2H>,3.59(s, 2H),2.96(t,J = 6.6Hz.2H).2.35(s,3H)o 

^mm2 (117) 

2- (3- (2- (5-;<^;i/-2- (4 - vT/ 7i-;P) 
4->f;i/) ih4r'» 7x-;i/) fHpm 



TLCtRf 0.52(^'na*;ui^ : ^ ^y-;i/=9 : 1) ; 

NMR (CDa3) : S 8.06 (d, J = 8.6 Hz, 2H), 7.70 (d, J = 8.6 Hz, 2H), 7.22 (m, IH), 

15 6.78-6.87 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.4 Hz, 2H), 
2.40 (s, 3H) 

2- (3- (2- (5-^^)1^-2- (4-p'^;i'-l, 2, Z-^TV7V 



10 
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f O-^CHa 
CH3 



TLC:Rf 0.54(^'on4^;Ui^ : pi^'y-;l/=9 : 1); 

NMR (CDC%) : $ 7.23 (m. IH), 6.78-6.88 (na, 3H). 4.23 (t, J = 6.5 Hz, 2H), 3.60 
(s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H)o 

2 (119) 

2- (3- (2- (5-p«f-;i'-2- (2, 3, 5, 6 — r h 7 7;l/:tn - 4 



TLC:Rf o.34(^'Dn*;i'i^ : j>t ^y-;i/=8 : 1) ; 

NMR (CDCI3) : d 7.22 (m, IH), 6.76-6.90 (m. 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 
(s, 2H), 3.01 (t, J = 6.4 Hz, 2H), 2.40 (s, 3H), 2.33 (s, 3H)o 

(1 2 0) 

2- (3- (2- (5-^f-;i'-2- (3--hn-4-^f-;i/7x^;u) 



H3C 
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TLCrRf 0.31 (^^D.i^;^A : ^ ^y-;i/=8 : 1) ; 

NMR (CDQi) : d 8.54 (d, J = 1.6 Hz, IH). 8.08 (dd, J = 8.0, 1.6 Hz, IH), 7.39 (d, 

5 J = 8.0 Hz. IH), 7. 17 (m, IH), 6.66-6.90 (m, 3H), 4.21 (t, J = 6.4 Hz, 2H), 3.59 (s. 
2H), 2.97 (t, J = 6.4 Hz, 2H). 2.63 (s. 3H), 2.39 (s, 3H)o 

mmM2 (12 1) 

2- (3- (2- {5-:*f-)U-2-i/iru^^i/)Ut^'^y-}\^-4-^ )V) 
10 Xh^V) 7a:-;l/) i^g^ 




TLC:Rf 0.44(^'nn.i^;i/i^ : p<^y-;l/=9 : 1); 
15 NMR (CDQa) : ^ 7. 19 (dd, J = 8.0, 8.0 Hz, IH), 6.74-6.87 (m, 3H), 4. 10 (t, J = 
6.6 Hz, 2H), 3.59 (s, 2H), 2.85 (t, J = 6.6 Hz, 2H), 2.71 (m, IH). 2.23 (s. 3H), 1.96- 
2.04 (m, 2H), 1.19-1.86 (m, 8H )o 

mi^m2 fl 2 2) 

20 2- (3 - (2- (5-^f";i'-2-i/^n/>«>-f ;i/;J-4r'9-V-;V/-4-'f;w) 
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TLC:Rf 0.46(^Dn;h;i/A : ^ ^>'-;i/=9 : 1) ; 

NMR (CDCI3) : S 7.19 (dd. J = 7.9, 7.9 Hz, IH), 6.74-6.87 (m, 3H), 4. 11 (t, J = 
5 6.6 Hz, 2H), 3.59 (s, 2H), 3. 14 (m, IH), 2.86 (t, J = 6.6 Hz, 2H), 2.24 (s, 3H), 1.56- 
2.12 (m, 8H)o 

^mm 2 (12 3) 

2- (3- (2- (5-^-^;i'-2- (4-^>f-;u7x-;w) 
10 -4--f;i') J^b+v) 7i-;u) s^S? 



H3C 




TLCiRf 0.44(^nn*;l/A : ^ ^>'~;U=8 : 1) ; 
15 NMR (0003) : <5 7.87 (d, J = 8.4 Hz, 2H), 7.22 (d, J = 8.4 Hz, 2H), 7.20 (m, IH), 
6.75-6.90 (m, 3H). 4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H). 2.96 (t, J = 6.6 Hz, 2H), 
2,62 (t, J = 7.6 Ha 2H), 2.35 (s, 3H), 1.62 (m, 2H), 1.23-1.44 (in, 4H), 0.89 (t, J = 
6.8 Hz. 3H)o 

20 miikm2 (12 4) 

2- (3- (2- (5->«f-;w-2- (tf'; v>-4-'f;W ^^"fV-jv- 
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TLC:Rf o.36(^nn*;i/A : ;>i^y-;u=4 : 1) ; 

NMR (DMSO-d^) : S 8.75 (d, J = 6 Hz, 2H), 7. 80 (d, J = 6 Hz, 2H), 7.20 (dd, J = 
5 8, 8 Hz, IH). 6.95-6.80 (m, 3H), 4.20 (t, J = 7 Hz, 2H), 3.75 (s, 2H), 3.05 (s. 2H), 
2.95 (t. J = 7 Hz, 2H), 2.40 (s, 3H)o 

mmm2 (\ 2 5) 

2- (3- (2- (5-^f-;W-2- (tiV v>-3 ->f 
10 4-'f;W) 7i-;W) 




TLC:Rf o.39(^'on;h;uA : ^ ^'y-;i/=9 : 1) : 

15 NMR (DMSO-dg) : 5 12.28 (brs, IH), 9.07 (d, J = 1.5 Hz, IH), 8.65 (d, J = 4.8 Hz, 

IH), 8.24 (d, J = 8.4 Hz, IH), 7.52 (dd, J = 8.4 Hz. 4.8 Hz, IH), 7.21-7.16 (m, IH), 
6.82-6.79 (m, 3H), 4.18 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 2.93 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H)o 

20 mmm2 (12 6) 

2- (3- (2- (5-p<f-JU-2- (e'ji^>-4->f» t^-^V^JV- 
4->f;l/) J^h+v) 7ai-;l/) 
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TLC:Rf 0J4(^'^^J^^;^A : ;>t ^'y-;W=9 : 1) ; 

NMR (DMSOdfi) : S 12.29 (brs, IH), 8.69 (d, J = 6.0 Hz, 2H), 7.80 (d, J = 6.0 Hz, 
5 2H). 7.21-7.16 (m, IH). 6.82-6.78 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H). 3.50 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H). 2.38 (s, 3H)o 

2- (3- (2- (5->-^;i'-2- (4->^;Hf^7v>- 1 —f;!/) ^ 
10 TV-;i/-4-'f ;w) xh^v) 7x^;i/) g^gj 




TLC:Rf 0.40(^nn*;V/A : ;>{ ^y-;|/=3 : 1) ; 
15 NMR(CDCl3): 8 7.00-7.20 (m. 2H), 6.70-6.85 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 
3.46-3.55 (m, 4H), 2.91 (t, J = 6.6 Hz, 2H), 2.75-2.83 (m, 4H), 2.47 (s, 3H), 2.24 (s, 
3H)o 

mmm 2 (128) 

20 2- (3- (2- (5-ptf-;w-2-7i^;i';i-^-9-V-;i/-4-^;w) J^h 
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TLC:Rf 0.31 (tK: i-9 J-r^ : ^'nn.i^;i/A= 1 : 10: 100); 
NMR (CDds) : S 7.98 (m, 2H). 7.50-7.40 (m. 3H), 7.24 (dd. J = 8.0, 8.0 Hz, IH), 
5 7.00 (m, IH), 6.95-6.80 (m, 2H), 4.62 (s, 2H), 4.26 (t, J = 7.0Hz. 2H), 4. 11 (s, 2H), 
2.99 (t, J = 7.0 Hz, 2H), 2.39 (s. 3H)o 

2- (3- (2- (5->-?^;u-2- (tfvyv-s-'f;!^) t+-9-y-;i/- 
10 4->f;u) j^h^v) S^K 




TLC : Rf 0.41 D n;}x;wi> : ;>« -;i/= 4:1); 

15 NMR (DMSadg) : d 9.05 (s, IH), 8.65 (d, J = 4 Hz, IH), 8.25 (d, J = 7 Hz, IH), 
7.55 (m, IH), 7.20 (dd. J = 7, 7 Hz, IH), 6.95-6.80 (m, 3H), 4.20 (t, J = 6 Hz, 2H), 
3.80 (s. 2H), 3.10 (s, 2H), 2.95 (t, J = 6 Hz, 2H), 2.40 (s, 3H)o 

20 2- (3 - (2 - (5-pff-;i'-2- (4-P<f-;W^:^--7i-;i/) t^'^V- 
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TLC:0.44(^onj^;i/A : ^ ^y-;i/=8 : 1) ; 

NMR (0X33) : S 7.87 (d, J = 8.6 Hz, 2H), 7.26 (d, J = 8.6 Hz, 2H), 7.21 (m, IH), 
5 6.75-6.89 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t. J = 6.6 Hz. 2H), 
2.51 (s, 3H), 2.35 (s, 3H)o 

2- (3- (2- (5-p<-?';i/-2-v^o7'ne;i/:i-^Hfy-;u-4-'f 
10 ih^rv) 7i-;i/) 




TLC:Rf 0.43(^nn.t:;i/A : p{ ^'y-;W=9 : 1); 
15 NMR CDCI3) : d 7.25-7. 10 (m, IH), 6.86-6.74 (m, 3H), 4. 10 (t, J = 6.6 Hz, 2H), 
3.58 (s, 2H), 2.82 (t, J = 6.6 Hz, 2H), 2.20 (s, 3H), 2.04-1.98 (m, IH), 1.01-0.94 (m, 
4H)o 

miikm 2 (13 2) 

20 2- (3- (2- (5-^f-;l/-2- (4-- hD7i-;U) :^Sf.'i)->/-)U- 
A-^)U) J^h^v) 
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TTjCiRf 0.53(^'nn7^;i/A : ;>{^'y~;l/=9 : 1); 

NMR (CDCI3) : S 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
5 8.0, 8.0 Hz, IH), 6.77-6.90 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.57 (s, 2H), 3.00 (t, J 
= 6.6 Hz, 2H), 2.43 (s, 3H)o 

mmm2 ass) 

2- (3- (2- (5-^f-;l'-2- (^y V >-2 --f JU) t^'^'J'-)U- 
10 4-^)\^) 7i-;U) g^gj 




TLC.Rf 0.51(^'nD*;i/A : ^^>'-;i'=9 : 1); 
15 NMR(C3Xa3) : $ 8.16-8.28 (m, 3H), 7.83 (m, IH), 7.75 (m, IH), 7.57 (m, IH), 
7.22 (dd, J = 8.2, 8.2 Hz, IH), 6.78-6.87 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.61 (s, 
2H), 3.04 (t, J = 6.6 Hz, 2H), 2.46 (s, 3H)o 

mmm2 n .^4) 

20 2- (3- (2 - (5-p<^;i'-2- (3-h ')yn^txn:^ h+v7i-;i/) 
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TLC:Rf 0.37(i^nn;^;l/A : p«^y-;l/=9 : 1); 

NMR (GDQs) : d 7.91 (dt, J = 7.8, 1.2 Hz, IH), 7.85-7.80 (m, IH). 7.45 (t, J = 
5 7. 8 Hz. IH), 7.28-7. 17 (m, 2H), 6. 89-6.78 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3. 60 (s. 
2H). 2.97 (t, J = 6.6 Hz. 2H), 2.38 (s. 3H)o 

2- (3- (2- (5->f';i'-2- (2-h »J"7;U:*-n;)( 




TLC:Rf 0.42(i^on*;i/A : ^^y-;i/=9 : 1); 
15 NMR (CDa3) : S 8.06 (dd, J = 7.8, 2.0 Hz, IH), 7.49-7.31 (m, 3H), 7.27-7.17 (m. 
IH), 6.88-6.78 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.8 Hz, 
2H), 2.38 (s, 3H)o 

mmn i ( 1 3 (? ) 

20 2- (3- (2- (4-p(f-;i'-2-7i-;i/:i-^'9-V-;i^-5->f;i') J^h 
^v) 7x-;i/) e^s? 
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TLC:Rf o.44(^nn.-^;i/A : ^^/-;i/=9 : 1); 

NMR (0X33) : 8 8.00-7.93 (m, 2H), 7.46-7.37 (m, 3H), 7.28-7. 18 (m, IH), 6.90- 
5 6.78 (m, 3H), 4.22 (t, J = 6,8 Hz. 2H), 3.61 (s, 2H), 3. 14 (t, J = 6. 8 Hz. 2H), 2.20 (s, 
3H)o 

mmmz (I ^ 7) 

2- (3- (2- (5-p<f-;w-2- (1, 3-vt^^^yry-5-^j\^) 




TLC : Rf 0.20 (^^ UU:^PA : P< ^ -;u I 7K= 1 0 0 : 1 0 ! 1 ) ; 
15 NMR (C353OD) : S 7.49 (dd, J = 8.4, 1.8 Hz, IH), 7.38 (d. J = 1.8 Hz, IH), 7.22 (t, 

J = 7.8 Hz, IH), 6.97-6.79 (m, 4H), 6.01 (s. 2H), 4.54 (s, 2H), 4.26 (t, J = 6.4 Hz, 
2H), 4.06 (s, 2H), 2.93 (t, J = 6.4 Hz. 2H), 2.33 (s, 3H)o 

mm. 

20 2- (3- (2- (5-p<-?";i'-2-7ai-;w:^-^'9-y-;i/-4->f;u) j:.^ 
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2- i5-Ji^ny-2-y3^^}l':t^-^^/-}\^-4-^)i') 3i^)Uyu-7^ 

K (I3 6mg) i5J:tf3 ;w*-/h7i-;wS^^ • ^f-;uj^;^f-7i' (7 8 
5 mg) iT-tV~YV)l' (5ml) izmmi. RlSk^V^M. (1 8 Omg) i 

iTy-?^- (^Dn*;i/A : B^S?J^^;i/=2 0 0: 1-^5 0 : 1) -CltSL, 

10 -ftzm'm.'t^'fhif.^m'c^m (9 2mg) *#/;o 

TLCcRf ojacs^^j^-^jw : ^^•9->= 1 : 3) ; 

NMR (CDCI3) : 8 7.96 (m, 2H), 7.50-7.35 (la 3H), 7.30-7. 15 (m, 3H). 7.06 (m, 
IH), 3.69 (s, 3H), 3.57 (s, 2H), 3.28 (t, J = 7.0 Hz, 2H). 2.82 (t, J = 7.0 Hz, 2H), 
2.27 (s, 3H)o 

15 

2- (3- (2- (5-^-5";i'-2-7jL-;U:J-+^fV-;i/-4-'f;i/) J^h 



20 




3- (2- (5-^f-;P-2-7i-;i/;i-^-9-V'-;i/-4-'f;W J^h^v) 
^>v;l/-^:i-~;l/ (l.lSg) (35ml) 2 -"/nqE- 2 - 
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p(f-;i/7'D/N->^ • (0.64ml) is X Xfi- h ^ Aji h 

(2 9 0mg) 5r 0 r-ClHlx., 3 ItMSEL/wo KlSii'a-?#fl£«rmfi*-??J^i|J 

Tumnm^^t^^^mit^'^ (i.69g) =^#/co 

TLC:Rf 0.46(^+-9-i' : fti?if-JW=4 : 1); 

NMR (CDCI3) ; S 8.01-7.94 (m. 2H), 7.46-7.37 (m. 3H), 7.18 (t, J= 8.0 Hz, IH), 

6.89-6.72 (m. 3H), 4.23 (t, J = 6.8 Hz, 2H), 4.12 (q, J = 7.0 Hz, 2H), 3.79 (s, 2H), 
10 2.97 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.53 (s, 6H), 1.26 (t, J = 7.0 Hz, 3H)o 

mmmS'-mikm?i (I) 

2- (3- (2- (5-pf5';u-2-7i-;u:i-^-'fV-;u-4->f;u) 



TLCrRf 0.50(7lc: ^ ^ -;H irnU)i^n^J^= 1 : 1 0 : 1 0 0); 
NMR (CDQa) : S 7.94 (m, 2H), 7.45-7.35 (m. 3H). 7.30-7. 15 (m, 3H), 7.07 (m, 
25 IH), 3.58 (s, 2H), 3.25 (t, J = 7,0 Hz, 2H), 2.81 (t. J = 7.0 Hz, 2H), 2.25 (s, 3H)o 
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2- (3- (2- (5-J>ff-;i'-2-7ji-;l/:j-+-9-V'-;W-4->f/U) J^V 

5 

H3C CH3 

NMR (0X33) : d 8.00-7.94 (m, 2H), 7.46-7.41 (m. 3H). 7. 15 (t, J = 7.8 Hz, IH), 
10 7.08 (m, IH), 6.84-6.74 (m, 2H), 4.29 (t. J = 7.2 Hz, 2H). 3.88 (s, 2H), 2.99 (t, J = 
7.2 Hz, IH), 2.38 (s, 3H), 1.58 (s, 6H)o 

2- (3- (2- (5-pif";i/-2-7x-;i/:t^-<J-V-;i/-4-'f;W) 




TLC:Rf 0.53(^^-9-V : Bti?JCf-;U= 1 : 3); 

NMR (CDjQD) : d 7.98-7.93 (m, 2H), 7.49-7.43 (m. 3H), 7. 13 (t, J = 7.4 Hz, IH), 
20 6.92-6.85 (m, 2H), 6.78-6.70 (m, IH), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 2.96 (t, 
J = 6.6 Hz. 2H), 2.36 (s, 3H), 1.46 (s. 6H)o 
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3- (2- (5 ->-f'^l^-2-7x-;W:i-+-9-y-;W-4-'l";W) JCh^e/) 



2- (5--J«^;W-2-7i-;W:t4r-9-y-;W-4-W;W) irJ'y-;!^ (1.02 

g) > 3-\iVT3^i/^yXT}vr\:V (0.73g) ;feJ:0^b V7i-;w;^;^7'f 

y (i,57g) i^it^^uy (1 0ml) j3^^!SLs 1, r - (Tvy*;i'*- 

10 (l.74g) =SrOt:-CJ)Px., ^a-C2I^Hmi^L:^^o R£v^^ 

i§^ettc^+^?->=^ljpx., H^t^SUL/co ^^^riiJSL;to ^m^'y')i]Y . 

yvijyAi^wrYifyyA- : nn>ix;i/A= i : i o o) -c^ 

SL. TE!B^141i*^-r'5^S^I:^ (l.30g) ^ntzo 

TLCrRf 0.77(^^/-;H ^'no4^;UA=l : 2 0); 
15 NMR (CDOs) : 5 9.96 (s, IH), 7.98 (m, 2H), 7.50-7.35 (m, 6H). 7.17 (m, IH), 

4.31 (t, J = 6.0Hz, 2H), 3.01 (t, J = 6.0Hz, 2H), 2.38 (s. 3H)o 



3- (2- (5 ->)<^JW-2-7j:-;i/:t^-9-V-;i'-4-'f ;U) J^h^v) 
20 v>fO-bV;u 



O 



5 
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m^met^m^Lfzit^m (issmg) ^jiV'B'^im.^ (ismg) i 

iS.it^^U> (3ml) l3t§j!?L. 0*C-ChU^^;i/vV;l/-h V;!/ (0.14m 1) 

(asmi) im^. M^-c-mmwLtzo mm^mm^Ti^izmK.. i^s^^ 
v^^i.T?ias^. mmu rm<^\mi^timmit^ d 4 0mg) in 

10 fZo 

TLC : Rf 0.27 (^^J^^)V : ^^-^ y= \ \ 2 ) ; 

NMR (CDCI3) : d 7.94 (m, 2H), 7.45-7.35 (m, 3H), 7.29 (dd, J = 8.0, 8.OH2, IH), 
7.10-7.00 (m, 2H), 6.90 (m. IH). 5.49 (d, J = 6.0Hz. IH). 4.73 (d, J = 6.0Hz, IH). 
4.16 (t, J = 6.5Hz, 2H), 2.92 (t, J = 6.5Hz, 2H), 2.37 (s, 3H)o 

15 

a-i/T^-Z- (2- (5-><^A'-2-7x~;i/:i-^^^V-;w-4-'f 



CI 



20 




^^mi^m^Lfzit^ (9 3mg) imt;i^l^> (3ml) H^»L. 

(6 imi) i3J:yfvVf-;v*;uAT$ K am) ^mx.. 
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mg) ^^fzo 

TLC:Rf o.74(B^agj^f-;w : '^+^^>=l : 1); 

5 NMR (CDCI3) : $ 7.97 (m, 2H), 7.50-7.35 (m, 3H), 7.33 (dd, J = 8.0, 8.0Hz, IH), 
7. 10-7. 00 (m, 2H), 6.98 (m, IH), 5.75 (s, IH), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 
6.5Hz, 2H). 2.36 (s, 3H)o 

10 5- (3- (2- {5-^^)i^-2-y Ji-Jl^:^^-^^-}^- 4-^ J^b 

4rv) 7i-;i/) -2, 4-f-7y')Z/y^Jty 

15 ^^m.sTmikLtzit^!^ (9 9mg) (1ml) izmmt. 

^t^vr (2 6mg) ^jpx.. zmmm.Ltzo wM^m.^mmz2i\~mm 

(1.5ml) tinx.. -B^femLfCo S^Dig^f§?et^:?^7KtCjfnix.. ftKaif-;u-C 

20 ^mit^ ( 6 0 m g ) ^mzo 

TLC:Rf o.3i(B^®?J^f-;w:^4r-i^>=i : 1 ) ; 

NMR (d^-DhiSO) : 8 7.90 (m, 2H), 7.60-7.40 (m, 3H), 7.31 (dd, J=8.0, 8.0Hz, 
IH), 7.00-6.90 (m, 3H), 5.75 (s. IH), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 6.5Hz, 2H), 
236 (s, 3H)o 
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[mm] 

^^i^^-t:i>mm 1 0 ou^ntio 

5 '2- (3- (4- (4-p«^;W7i-;W) h^-y) 

y « lO.Og 

{mwm) o.2g 

• ;^rTV>Kv^;T.v->A (flrf^iJ) O.lg 

•SfaK^-b^l'D-;^ 9.7 g 

10 

T > ^« L. -^StCJ: "J^^L. lT>y;utfx 20mgOfS 

15 • 2- (3- (4 - (4-;)t-?';w7i-;i/) -J^ry-;!/- 2 ->f Jl'^ h^v') 

gtg[ 2 g 

•^^-.xh 5g 

• US* 1000m I 
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10 nttl~5*a*>U, 
R i{i 

(i) 2K^®?-> 

(fi) C i~8r;i/^;w^^ 
(iii) ^Nn'>'>l^^, 

15 (iv) C l-ATJVa^-y^, 

(v) -bn^, 

(vi) h U>'^D^f•;^^, 

(vii) hV/>n^ 

(viii) h ';>'>n^f-;Uf-;J-^, 
20 (ix) 'yry^. 

(x) C i~4 7;w^;w^^^, 

(xi) NR5R6^ (^41^ R5:feJ:trR6ji-g-^t^ii$&35rLT, ;jc^Jli^S7t 
»±Ci~4T;i'^;i'^t^t>t-o ) > 
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(xii) RmmM. tfz\i 

(xiii) ^7-um^i:mt>L. 
R2|± 

(i) tK^IS^. 

(ii) C 1 ~4T;i/^;i/^, 

(iii) /^^y^'J[i^, tfzit 

(iv) h')^^u;i^)V^i:^t>L. 
C y c 1 £(i 



10 Cyc2l&tt 

(i) ^*3^> i7^:l± 
(n) ^xn^^at>L. 

(i) 

15 (ii) C 1 ~8T;I/^JI/^. 

(iii) ^Nny/Jjli^, 

(iv) C l-4 7;i/3 + vJ&^ 

(v) -hn^, 

(vi) f-'J^'Nnpif-;!/^, 
20 (vn) h'J^^o^ V^vm. 

(viu) h V^Nnptf-;i/^;j-^, 

(ix) '>Ty^. tfzii 

(x) C 1 - 4 T)l^^)Uf-tm0it> U 
R4tt 
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(i) — A*-C— COOR^ ^Jttt 

(fi) 2, 4-^rV'}'J>V:i-y-5-'i )vmimt>u 

(i) ^i^-^. 

5 (n) c i--4r)\y^uy^ 

(Hi) - C 1 ~ 4 7;i/4r V- > - 0 * 
(iv) - C 1 ~ 4 T;i/4r > - S -^t:^*> U 

10 tzfiLs 

(1) R4{±2tt*7^:»i3^tCife^1-*<)<^i:U 

(2) R4,5?3fi:ic^'g-L, A^i)^M^B^tfzii^^uyimt)L. A3;{»?CH 
t^t>U Cy c l;i^^;'-tf>'S:^^?1-t#. A^ltj^^U^, i^t 

Mo 

3. W^<7)fBa 1 EIKO-^^ (I) -^TT-^Mt^. ^iT^hfomm^. 
ttzii^iih<0:^mi:^n^^tLX^:^ti>mmm. mm. v>Kn-A 
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4. 




10 (S:*. 

AMiC 1 ~-4T;P^^>^$7t(±C2~4 7;U'^-^>S'S:^t>L, 
15 R 1 J± 

(i) ^mm^. 

(u) ci-87;w*;HI. 

(in) ^^ti^>m=F. 
(iv) C l~4 7;i/3^v^^ 
20 (v) -hn^, 

(vi) ^';/^D>f•;^^, 

(vii) b';>'NO^ h^v^. 
(viu) b V>'Nnpif-;b^:j-^, 
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(x) c i-4T;i/+;i'f-*^, 

(xi) NR5R6^ R^^XXfR^lt^ti^imiLLX. tK^M^J/c 
tiCi~4T;w^;i/^'£rat3i-o ) , 

5 (xii) ttz\i 
(xiu) 'vrniK^^r^^jL. 
R2{i 

(i) Ammf: 

in) C 1 ~4 7;l/^;l/S. 
10 (in) ^^urym^. ttzii 

(iv) h ';>'Nn;><f^;i'^5:at>L. 
C y c 1 

(i) (») ^ y- "T J- 

C y c 2 ^{i 
15 (i) R^m^. tfz\i. 

(ii) ^rn^S:at>U 
R3{i 

(i) tK^IS^. 

(ii) C i~8 7;w^;w^, 

20 (iii) ^^urym^. 

(iv) C 1~4T;1'3*v'^^ 

(v) ^hO^, 

(vi) h 

(vii) b^v^, 
25 (viu) h 'J>'Nap<^;u^:t^> 
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(ix) vTy^, ttiit 

(x) C 1 ~ 4 T)U^)V^tmimt> L. 
R4|i 

(i) — A*-C— COOR^ &^ S'tti 
5 (ii) 2. A-^r^/Vz^>''Jt>-5-^)^&imt>U 

(i) mig-^. 

(ii) C 1 ~4T;1'^W>Ss 

(iii) -C 1 ~4T;U^U'>-0-^, i/:{± 
10 ibf) -Cl-ATA^^U>-S-^i^t>L. 

(1) R4{i2^^/cli3fi:twig'^1-<S(,Ot L. 
15 (2) R476*3^tCig'^L. A*ii^^^^ttHt:*^U>imt>U A3;6*CH 

«r^t»L, C y c 1 755^:^-b*>^^t»1-2: A ttz 

20 5. »^<^$6H4fBIKO-jR^ (I) •C^^a-S^k'gH^Od *)x Cy cl^ 
;6« 



Mo 



(ii) 
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6. <b^*S 

I) 5- (3- (tr7i-;i/-4-'f Y^i/) 7x-;i/) ^>^'>K- pff" 
5 2) 4 - (3 - (e7i-;i/-4 -'f ^I'P' h+v) 7'^' >K • 

3) 4- (3- (2- (5-P<f-;i'-2-7i-;i/:^^"9-y-Jl/-4--f;W) j:. 

4) 6- (3- (2- (5-^f-;U-2-7x-;i/:}-4r'9-V-;i'-4--f X 
10 7x-;w) 'v+Hf^^ • 

5) 5- (3- (2- (5-^f-;^-2-7x-;^:^-^•^^y•-;^-4-'^;^) X 
h^v) 7xx;i/) . ,?(f-;^xj^r;^^ 

6) 6- (2- (2- (5-^f-;l'-2~7xx;i/:J-:^r'9-y-;i'-4-'f Jl/) X 
h4r'» 7xx;i/) • ->'"?'^^x;^f-;K 

15 7) 5- (2- (2- (5-^'?^;i'--2-7x-;i/;i-^-iJ-V-;i.-4--f;W X 
h^v) 7x-;i/) >^ • ^^;ux;^xJi'> 

8) 2- (3- (2- (5-^f';W-2-7x-;i';i-^'ty-;i'-4-'f;i') 
h^v) 7x-;i/) g^g? • p«-^-n/x;^«f;K 

9) 5- (3- (3- (5-^f-;i'-2 -7xx;i/:t^r'9'V-;i/-4->f ;V) y 
20 ti)^^i/) 7x-;i/) ^■f^^x;^7•;^, 

10) 2- (3- (2- (5-p<-^;U-2- (4 -p<^;i/7x^;l/) 
;i/-4-^;i/) xh^i/) 7x-;u) S^g? • ^ f-;l/x^x;K 

II) 2- (3- (2- (5-^"f;i/-2- (4-xf-;i/7xx;i/) ^^-y-V- 
;i/-4-^;i/) xh^^i/) 7xx;i/) g^^ • ^f-;i/x;;^T;w, 

25 12) 2- (3- (2- (5-^f^;i/-2- (4 -T^n l^;i/7xr^;l/) 

13) 2- (3- (2- (5-^f-;w-2- (4 --f y yn e;U7x-;i/) 
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14) 2- (3- (2- (5-p<f-;i'-2- (4- ( 2 f-;U7'n tf;!/) 7i 

15) 2- (3- (2- (5->^;i^-2- (4- t -yf-^l'7i-;i/) :i-^-9- 

16) 2 - (3- (2 - (5-p<-^;i/-2- (4-^ h+v7i-;W) 
-;i/-4-W;i/) J^h^v) 7ai-;i/) g^gj • pi^;i/ct;^-r;K 

17) 2- (3- (2- (5-^f-;U-2- (3, 4 -V;^ h ^ v7 x-;!/) :i- 

4r-9-V-;p-4 — f;W Jthi^v/) 7ai-;i/) ftK • ^"^^^J^;^x;K 
10 18) 2- (3- (5-^f-;w-2-7i-;i/t^-9-V-;w-4--f;i/) ^ 
->) 7i-;^) • p«-^;wiXr;K 

19) 2- (3- (2- (5->f';i'-2-7i-;wf-7y-;w-4-'<;u) x 

20) 2- (3- (3- (5--?<f-;U-2-7x:::;l/;J-^-9-V-;U-4-'f ;i^) 
15 /nsK^v) 7i-;i') S^g? • ^^n/xxr;i'> 

21) 2- (3- (2- (2-7x-;i/:t-^-tV-;i'-4-^;i/) xhi|rv) 7 

22) 2- (3- (2- (5-pff-;i'-2- (3 -^^ an- 4 f-;i/7 x-;i/) 
:i-+-iJ-7'-;i'-4 -'f ^W) xb^v) 7x-;u) WpfSt • :>^^}^J^7.7')\^. 

20 23) 2- (3 - (2 - (5-x-f;i'-2-7x-;i't^-9-V-;i/-4-'f;u) 
xhc\rv) 7x-;i/) S^g? • p<^;i/j:.;^r-'U. 

24) 2- (3- (2- (5->^;W-2- (4 -y^;i/7x-;U) :t^"9-7*- 
;W-4-'f;i/) xh^i/) 7xx;i/) g^gj • pif-;i/xxf 

25) 2- (3- (2- (5-p»f-;i'-2- (4 nn7x-;l/) ;i-:S|rHj-y- 
25 x>:^-» 7x~;u) g^^ • p«f-;bx^r;K 

26) 2- (3- (2- (5-^f-;l/-2- ( 2 f-;i'7 x-;i/) t^-ifV- 
;u_4_^;u) ih^v) 7x-;u) g^^^ • j:.;;^7^;i'^ 
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27) 2- (3- (2- {5-^-?';«/-2- (3 -^f-;i'7 ji-;U) :J-+-9-V- 

28) 2 - (3- (2- (5-^f-Jl'-2- (4 - h 'J 7;l/:i-Oplf-A/7i-;V) 
:t^'^y-;i'-4-^;i') 7x-;w) g^K • p{f-;i/x;;^f ;K 

5 29) 2 - (3- (2- i5-;t^)U-2- (4 -7 )l^ttiy t^-^y 
-;l,_4_^;^) jcfs^^v) 7i-;i/) • ;<-?^;l/a:.;;^-r;K 

30) 2- (3- (2- (5-^^;i'-2- (4-v7/7x-;V) 
;i/-4->f;i/) J^b4rv) 7i-;i/) B^ffi? • ;<f-;l/x;;^r;K 

31) 2- (3- (2- (5-^^;l/-2- (3-- hn-4-^^;l/7x-;i/) 
10 :j-^"9-V-;l/-4 --f xh^v) 7x^;W g^^ • ^ f-;i/a:.Xx7K 

32) 2- (3- (2- (5-^^;i'-2- ( 4 -^>f-;i'7 i-;v) 
-;i/-4-^;i') xh+'» 7x-;u) it®? • ^f-;wx<xr;u^ 

33) 2- (3- (2- (5-;><f-;W-2- (4 h D7x-;i/) ^^^y- 
;l/-4--<;i') xh^^-» 7x-;W) S^K • ^^f-^l'Jij^xJK 



15 


34) 5- 


(3- 


(fer7x-;i'-4 --f h^v) 7x-;u) 






35) 4- 


(3- 


(tr7x^;u-4 h^v) 7x^;i/) 








36) 4- 


(3- 


(2- (5-^f';w-2 -7x-;i/:J-^"9-V- 


■;p-4 


— f;u) 






7x- 










37) 6- 


(3- 


(2- (5->J«f-;i/-2 -7xx;l/:i-:^-9-y- 


■;i/-4 




20 




7x- 


:;l/) ^^^>m. 








38) 5 - 


(3- 


(2- (5-^f-;u-2-7x^;i/:t-^-iJ-V- 


•;i/-4 


-^;w) 




xh^rv) 


7x^ 


:;u) 








39) 6- 


(2- 


(2- (5-^^;i/-2-7x-;i/:t^-9-y- 


;i/-4 


--fip) 






7x- 








25 


40) 5- 


(2- 


(2- (5-^f-;W-2-7x^;l/t^-9-V*- 


;u-4 


->f;p) 




J:.h^v) 


7x- 


.;i/) 








41) 2 - 


(3- 


(2- (5-^f-;w-2-7x-;i/:t^-9-V- 


;i/-4 


->f;«/) 
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42) 5- (3- (3- (5-^f-Jl'-2-7ai-;i/:^-^-9-y-;i/-4->f;i') 

43) 2- (3- (2- (5-p{-?";l/-2- (4 f^;P7x-;W) :t4r-9-V- 

44) 2- (3- (2- (5->-?-;i'-2 - ( 4 -J^f-^VTi-;!/) 
;i/-4--f;i^) xh4rS/) 7ji-;u) g^K. 

45) 2- (3- (2- (5-;»«^;i'-2- (4 -^n e;i/7i-;i/) :i-+-9-V 
-;i/-4-'f;i/) j:.h*i/) 7i-;w) 

10 46) 2 - (3 - (2 - (5->^;i'-2- (4 --f V T'D ti*;W7 j^-;l') 

•9-V-;i'-4->f ;i') J^h^rv) 7aL-;i/) fi^g^, 

47) 2- (3- (2- (5-^f^;U-2- (4- (2 f-;U7'D e;l/) 7 i 

48) 2-^ (3- (2- (5-/i-)U-2- (4 - t -yf-;W7ai-;l/) :j■4r•l^ 
15 y-;i'-4--f ;w) j-b^rv) 7x-;u) g^^, 

49) 2- (3- (2- (5->f-;i^-2- (4 -pf h*v7 jl^;1/) ^^-ij-y 

50) 2- (3- (2- (5->-?^;i/-2- (3, 4 -i^^ h + v7 i-;i/) t 
#-9-V-;u-4-'f ;u) xh:^r'» 7x-;i/) g^SJ. 

20 51) 2 - (3 - (5-p«f-;i'-2-7jc-;u:t*-<?-V-;u-4-'f;v) p{ 
v) 7x-;u) g^K^ 

52) 2- (3- (2- (5-^-9^;U-2-7x^;i/f^Ty-;i'-4-'f ;u) a: 
h^v) 7i-7J/) g^K. 

.53) 2- (3- (3- (5-P«-?^;W-2-7i-;i':j"4r-9-V-;U-4-'f;i/) 
25 yn^K^v) 7x-;i') g^®?, 

54) 2- (3- (2- (2-7x-;i/:^-:^-9-V-;i/-4-'f;i') o^h^v) 7 
ji-;u) 
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55) 2- (3- (2- (5-^^;i/-2- (3 -:J'OD-4 -^^JW^jc^;!/) 

56) 2- (3- (2- (5--xf-;w-2-7i^;i';j-^'9-V-;w-4--f;w) 
5 57) 2-(3-(2- (5-;<f^;U^2- (4 -y-?'Jl'7x-;i') t^"^'/- 

58) 2- (3- (2- (5-^f-;i'-2'- (4 -:J'nn7x~;i') :t^"9-V- 

59) 2- (3- (2- (5->f-;W-2- ( 2 -^'?^;i'7 jc-;I/) 
10 ;i'-4->fJi') xh^v) 7i-;u) B^K> 

60) 2- (3- (2- (5->f-;l/-2- (3-p<f-;l'7i::^;u) 

61) 2- (3- (2- (5-P«f-;W-2- (4-h'J7JW:i-P;>i^;i/7jc-;i/) 

**-9-y-;i/-4-'f;i/) xh+v) 7x-;i') g^K^ 

15 62) 2- (3- (2- (5-;><-?^;i/-2- (4 -7;i':i-n7x-;i/) 
-;p-4-'f;w) xh^v) 7i-;i/) B^®?, 

63) 2- (3- (2- (5-^-^;«/-2- (4-v7y7x-;U) t^-^'/- 
;i/-4--f;i') xh^v) 7i-;i') g^KE, 

64) 2- (3- (2- (5-^f-;i'-2- (3 ho- 4 -^^;P7j:-;1/) 
20 Xh4r'» 7j:^;W g^®, 

65) 2- (3- (2- (5-;»«-^A'-2- (4 -^:^f-;l/7 x-;!/) :iJ-^-9-'/ 
-;w-4->f;P) xh^v/) 7x-?i/) e^^, 

66) 2- (3- (2- (5-^f-;i'-2- (4 h 07x^;i') 

;u-4— f;w) xh:^ri/) 7x-;i/) g^K. . 

25 67) 2- (3- (2- (5 -p» ^^W- 2 -7x-;i/:t^-9-y-;i'- 4 -'f 71/) 
68) 2- (3- (2- (5->f-;l'-2-7x-;i/:i-4r-<fV*-;U-4--f 
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7. \t'^m-bK 

5 1) 2- (3- (4- (4-><^;i'7i^;i') f-TV-;w-2--f;i/^ h^v) 

2) 2- (3- (3- (tr7i-;i/-4->f;up« h^v) 7i-;i/) 7'ne;i/f- 

3) 2- (3- (3- (4- (4--?«-^;W7jl-;1/) ^TV-J^-Z-^ J\^:^ V 
10 ^v) 7j^-;w) T'ne^P^t) g^K • 

4) 2- (3- (e7i::i;P-4-'f h^V') 7 • 

5) 2- (3- (2- (5 -^f-;i'-2 -7i-;i/:i-^-9-y-;i/-4-'f X 

15 6) 2- (3- (3- (2- (5-p(^;l/-2-7x-;i/:t^-9-V-;l'-4-'f 
)V) xh^v) 7jl^;1/) 7'ot:;i/f-:i-) g^®? • > 

7) 2- (3- (2- (tr7x-;w-4-'f;i/) xh^^i/) 7x-;l/^f-;i.^;j-) 
ftK- ^f-;wxxT^K 

8) 2- (4-^^OD-3- (2- (5-p<f-;w-2-7x-;l/:j-:^^"ify-;u- 
20 4-W/l') xh^v) 7x-;i/;>tf^;i/f^:i-) g^^ • ^ 

9) 2- {A-i7UU-Z - (4- (4 -^■?^;i'7x^;i/) ^TV-;P-2->f 

10) 2- (3- (tr7x^;u-4->f;Up» h^v) -4 -^'nn7x^;i/pt f- 

25 11) 2- (3- ( (2E) -3- (tf 7xr:;u- 4 •:ru^=.)Vt^i/) 
7x:^;i/p«^;i/5^t) g^iS • 

12) 2- (3- (3- (li*7x-;i/-4--f;U) yn>K^v) 7x-;i/;X f-;^ 
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13) 2- (3- (fcr7x-;i/-4-'f ^l/^ h+i/) eUi^^-S-'f^l/pi^Jl/ 

14) 2- (3- (4* -7'nvf;l/e7a:-;i/-4--f;w> h^v) 

15) 2- (3- (4- i\£Vi^>-4-^)U) yi-;!'^ h + v) 7i-;Wpt 

16) 2- (3- (4- (fef';yv-3 -^;V/) 7x-;i/;j< h4r'» 

10 17) 2- (3- (4- (1, Z-i^-^^-^^yry-S-^ )\^) 7ji^;i/pt h 
4rv) 7x~;i/^f^;i/-?^^) S^g? • ^•^;i'j^;^r;i'x 

18) 2- (3- (4- (If -2 -'f;i') 7i-;Wp« h^v) 7x:^;i/;>t 

19) 2- (3- (4- (1, Z-VHr^-^^yry-A-Hn^) 7x-;Uj>i h 
15 ^i/) 7x-;l/^-^;i/^:t) B^i? • ^f-;WJ^;^r;K 

20) 2- (3- (2 -7x-;l/-?^TV*-;u-4 -'f;i'^ h^v) 7x-;Pp{^ 

21) 2- (3- (2- (5-;^-f;W-2- (4 -^■^;i'7x:::;l/) 
;u-4 — f;i/) if:^v) 7x-;i/p{-^;Wf^:i-) B^iS • p»f^;i'X;^x;K 

20 22) 2 - (3- (2- (2-7x-;Uf^7V--)W-4-^;W) Jch^v) 7x 

23) 2- (3- (2- (2-7x-;i/:t^-l?-V-;W-4->f;W a^K^'» 7 

24) 2- (3- (2- (5-;>ff-;u-2- (1, Z-Vir^^^ y^'y-S - 
25 'f;!/) t^-^:/-)V-4-^ J^h^v) 7x-;i/^f-;i/^:t) Sti? • ^ ^ 

25) 2 - (3 - (5-^■?";^-2-7x-;^:t+•^^■V-;^-4->ri^;>f h+v) 
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26) 2- (3- (3- (5-^^;u-2-7i-;ut+-ify-;i/-4->f;i/) 

27) 2- (3- (2- (5-^f^;W-2- ( 2 ^;U7 jc-;i') 

28) 2- (3- (2- (5-^^;l'-2- (3 -p<f-;i/7x-;i/) 

;i/-4 — f;w) 7i-;i'p<f-;w^:^-) B^K • ^-'>'-3i;^-f ;K 

29) 2- (3- (2- (5-J»tf-;i'-2- (4 b+'>7x-;i/) 

10 30) 2 - (3 - (2 - (5 -^f';w-2-7x-;i'^^Hfv*-;w-4--f;w) 
j:.h#v) -5-^'nn7x-;i/;>t-?^;i/f-:j-) B^i? • ^ 

31) 2- (3- (2- (5-^'f-;W-2-7xz:;W:j-i|f-9-V-;i/-4->f ;i/) 

32) 2- (3- (2- (5-^^;l'-2-7x~;U:^-#-9-V-;i/-4--f;i') 
15 - 1 -p<-^;i/Jch^v) 7x-;i/^-^;i/-f :^-) . ^f-;l/xxr;i', 

33) 2- (3- (2- (5-^f-;u-2-7x-;i/5}-+-9-y-;i/-4--<;i/) 
ya.-K^v) 7x-;i/<>i^;Uf^:*-) S^®? • ^^;i/x;;;x;K 

34) 2- (3- (2- (5->^;^-2-7x^;^:^-^•^^V-;^-4 --f Ji') 
J^h^rv) 7x-;l/pi-^;i/f-:^) rfu/^y^- j.^)V:l7.t)V^ 

20 35) 2- (3 - (2 - (5 ->^;i/-2- (4 -J:.^JU7 x-;l/) :^-:^-9-v*- 
;i/-4-^;i,) xb^v) 7xx;u^f-;u^:*-) g^®? • > f-;i^x;;^x;V. 

36) 2- (3- (2- (5-^^;i/-2- (4 -7'n tr;l/7xx;i/) 

xh^v) 7xx;u^-^;i/-^:j-) f^S? - ^ f-;i/xx-r;i', 

37) 2- (3- (2- (5-^f-;l/-2- (4 --f V7'n t?;i/7x-;W 

25 •9-y-;P-4->f ;i') xh^^ri/) 7 xx;i/> g^^ • ^ -^jUx^^x;!^. 

38) 2- (3- (2- (5 -><5";i/-2 -7xx;|/f-rV-;U-4 ;U) x 
h^v) 7x-;i/>f-;i'^:i-) S^g? • ^^;ux;^-r ju, 
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39) .2 - (3- (2- (5-^f-;W-2- (4 -rf-;i'7ai-;i') t^^^/- 

40) 2- (3- (2- (5-J^f^;i/-2-7x-n/:i-+-9-V-;i/-4-^;p) 
xb4r'» 7x-;i/^^;i/f^:j-) fti? • ^;uxxr ;K 

5 41) 2- (3- (2- (5 ->^;W-2- (4 -^>-f-;i^7x-;i/) 
-;i/-4-^;u) a^b^v) 7x-;u^^;i'f-:^-) ftSs • p< x^u, 

42) 2- (3- (2- (5-p«^;^-2-v^'^^c^i/;^:i■+•^^V-;^-4 - 
>f;i/) ih^v) 7x-;i/ptf-/i/^:t-) ftK- ^•?^;Ui;^-r;K 

43) 2- (3- (2- (5-J>tf-;i/-2- (4- {2 - ;^^J^':/u\£)V) 7i 

44) 2 - (3- (2- (5-^f-;i/-2- (4 - t -yf-;W7x-;P) 
■/-;i/-4->f ;i/) J^h^v) 7i-;i'>^;i/^:t) ^f-i^^:^7-)V^ 

45) 2- (3- (2- (5-P«f-;i'-2- (4 ->'^'n^^v;i/7x::^;i/) t 

46) 2- (3- (5-ptf-;w-2- (1, z-vt^-^^yry-b-^}y^) 

20 47) 2- (3- (5 -.><-?^;w-2 - (4-^y/ne;i/7x-;W) :f^"9-y- 
;i/-4 h^^i/) 7x-;i/^f-;i^f-:^-) • ^ ^;i'ai;^-r 

48) 2- (3- (2- (4-pif-;i/-2-7x-;Pt^-9-V-;i/-5-^;i/) 
xh^i/) 7x-;i/^f-;|/-?^:^-) • > f-^^J^-^T/I^, 

49) 2- (3- (2- (5-P<^;l'-2- (3, 4 -yp< h ^ V7x-;l/) 

25 ^•9-V-;i/-4 -'f xh^^'» 7x-;ppi^;i/f-:^-) S^^ ♦ p< f-;i/x;^ r 

50) 2- (3- (2 - (5-^f-;W-2- (4-^^;Hi^7V>-l ->f ;i/) 
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51) 2- (3- (2- {^-:^f-)\^-2 - (tf V 2 ->f :J-^hJ-V- 

5 52) 2 - (3 - (2 - (5-P«^;U-2- (^:f7i >- 2 ->f ;l/) 

-;l/-4 ->f j^h^v) 7 • ^ 1^;Wx;^x;K 

53) 2- (3- (2- (5-;'t^;l'-2- (4 -v^p^ f-;i'T ^ y^x-;!/) 
4r-9-y-;J/-4 -'f ^U) J^h^i^) 7x-;i/;>« f-;w^:t) Wf^ ■ J^^n^J^Tsi" 

10 54) 2- (3 - (2 - (5-;<f-;i/-2-'>^n^y-?-;U:^-^-9-V-;i/-4 - 

55) 2- (3- (2- (5-P«f-;i'-2-i/r}'n7'nrif;U:j-^HfV-;u-4 - 

56) 2- (3- (2- (5-;*^;l'-2- (4- (1, 2, 3-f-ri^TV- 
15 ;W-4->f;i/) 7x-;i/) :^-^-9-V-;W-4-'f;l') xh-^i/) 7x-;Wj><f^ ; 

57) 2- (3- (2- (5->f^;W-2- (4- (4 f-^W- 1 , 2. 3- - 
^Ti^TV-;i/-5-'f;u) 7x-;i/) t4r-9- 4 -'f ;i/) xh^v) 
Tx-n/^f-A/f-r^-) g^Be • ^•^;l/x;^f-;K 

20 58) 2- (3- (2- (5-J>«f-;W-2- (79 >- 2 --f ;W) ;l/ 
-4-xf;p) xh^i/) 7x-;i/^f-;i/f-:t) g^is • ^^;wx;?.r;K 

59) 2- (3- (2- (5-^^;i/-2- (fV ^V- 4 --f ;W) 
;i/-4-xf;U) xbc^'» 7xx;i/^f^;p-^:j-) g^SJ ^^^J^;^f•;K 

60) 2- (3- (2- (5--?ff-;i'-2-7xx;i/:j-4r'tV-;U-4 -'f;!/) 

25 xh:^^i/) 7xx;i/^ h:^v) g^®«. t -7'■?^;^J^;^•r;^^ 

61) 2- (3- (2- (5-p«^;U-2- (ev v>-3 --f^U) t^'^y- 
;i/-4->f;u) xh^-» 7xc::;i/ptf^;i'f-:t-) g^^ • > ^;1'X7.t;K 

236 



wo 99/46232 



PCT/JP99/01134 



62) 2- (3- (4- (4-p«f-;l'7i-;>/) f-7V-JU-2--f;U;>i h^v) 

63) 2- (3- (3- (e7x-;w-4-'f;Pp« 7x-;i/) yne;w 

5 64) 2- (3- (3- (4- (4 -^f^;U7i-;l') f^T V-JU- 2 -^f 

65) 2- (3- (e7x-;i/-4--f;l/-?{ 7x-;Upi"f;Wf-:^-) g^^, 

66) 2- (3- (2- (5-^f^;w-2-7x-;w:^-#-9'V-;i^-4--f;w) 

7x-;i/^^;Uf-:t) i^Kx 

10 67) 2 - (3 - (3- (2 - (5 -;^f-;U-2-7x-;l'^^-9-y-;i/-4 - 
^;i/) JE-b^v) 7x-;i/) :^ut*;l.f-^) g^^, 

68) 2- (3- (2- (lf7x-;u-4--f;i') xh^v) 7x-;U;»tf-;i/-?^ 

69) 2- (4-^^00-3- (2- (5 -^f-;l/-2 -7x-;i/;j-^'9-V-;l/ 

15 -4--f;u) J:.h^v) 7x-;i/^^;i/-?^:t) ft^. 

70) 2- (4-:^nn-3- (4- (4 -^f-;i'7x-;u) f-7V-;V'-2- 
^^w^ h^v) 7x-;wptf-;u^:^-) B^K?. 

71) 2- (3- (e7x-;i/-4--f;i/p< h^i^) -4-^'ncr7x-;w^f- 
^W^t) l^gS. 

20 72) 2 - (3 - ( (2 E) -3- (e7x-;i/- 4 --f ;W 7'0^-;l/:i-i(r v) 
7x~;i/^^;i/^:t) g^^, 

73) 2- (3- (3- (lf7x-;U-4-^JV') 7'n;K+v) 7 xr.;i/^ 

74) 2- (3- (e7x-;i/-4-W;wpJ tf';i?>-5--f 
25 ^:i-) g^m^ 

75) 2- (3- (4' -ynn*;ue7xJi;i/-4-'{;u> h^v) 7xc^;u> 

237 



wo 99/46232 



PCTAIP99/01134 



76) 2- (3- (4- (tf'JS^>-4--f;W) 7i^;l'plh^v) 7i-;i/^ 

77) 2- (3- (4- (eVv^>-3-'f ^l') h4rv) y:!L=.)V:^ 

5 78) 2- (3 - (4- (1, 3 -y:*-+-9--f >^>-5-'<;W) 
^v) 7jL-;i/^f-;i'f-:j-) i^g^, 

79) 2- (3- (4- (eVi^>-2-'f;i') hi|r>» 
f-;w-?-:t) ftSS. 

80) 2- (3- (4- (1, 3-z^t^'^^>r>-A-4)\^) 7x-;l/^ h 

81) 2- (3- (2-7i-;i'-?^TV-;w-4-'f;u> h^v) 7i^;upC5^ 

82) 2- (3- (2- (5-p<-^;W-2- (4 -p«f-;l/7ac-;i/) :j-i|r^^v- 
;w-4-'f/P) ih4r'» 7x-;i/;?<f-;i/f-:t) g^Kx 

15 83) 2 - (3 - (2 - (2 -7x^;Wf-TV*-;W-4--f;U) J:.h#v) 7 x 

84) 2- (3- (2- (2-7i--H/:t^-tV-;i'-4-'f ;W J^h^v) 7 
x^;i/^f-;u-5^:^) B^gs, 

85) 2- (3- (2- (5-p<f-;u-2- (1, 3 -Vt^-^^ > iTy - 5 - 
20 >f;i/) :i-^-9-V-;i/-4-'f ;u) J^h^v) 7i-;u>f-;i'f-:j-) g^^, 

86) 2- (3- (5-p<^;i/-2-7j:-;i/;i-+-9-y-;i'-4-'<;i/^ h^lrv) 
7x-;i.pt-^;w^:t) g^SS, 

87) 2- (3- (3- (5-^^;i'-2-7i-;i/:t-4r-9-V-;u-4-'f;i/) 
25 88) 2 - (3 - (2 - (5 -^f-;i'-2- ( 2 -pf ^;U7i-;i<') 

;i'-4-'f;i/) jch^v) 7x-;u>^;i/f-t) S^S?. 

89) 2- (3- (2- (5-.><f-;w-2- (3 ^;U7x-;l') ;j-^HJ-V- 
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90) 2- (3- (2- (5->^'f;U-2- (4-> h^v'yji-;!/) :t-^-9-y 

91) 2- (3- (2- (5-p«-f-;i/-2-7x^;l/:i-^-9-y-;i/-4-'f 

92) 2- (3- (2- (5-^-^;i— 2-7jc^;i/;i-^-ifV--;i/-4--f;l/) 
J^h^y) -2-p«5";>^'7x-;i/;<f-;i'^:i-) B^®j, 

93) 2- (3- (2- (5-^-f-/l'-2-7i--»':^-^"9-V-;i/-4-'f;l') 
-1 -;)<-^;ucLb4rv) 7x-;i/p<^;U'?^:t) ftK. 

10 94) 2 - (3 - (2 - {5-ji^)V-2-y:cc.)Ut^'*)-^/-)i^-4-^)V) 
T'nsK^v) 7i-;p^f-;wf-t) g^^^ 

95) 2- (3- (2- (5-p{^;U-2-7i-;U:t^-9-V-;U-4 -W" ^l') 

96) 2- (3- (2- (5-P«f-;i'-2- (4-J^-?^;i/7aL-;l') 
15 )i^-4-4)V) xhc^v) 7i-;i'p»^;i/^*) g^i?. 

97) 2- (3- (2- (5-p«^;i/-2- (4 -7^0 kr;i/7x^;P) 
-;i/-4--f ;i/) o^h^v) 7x-;i/p{f-;i/f-:t) g^St^ 

98) 2- (3- (2- (5-;^^;i/-2- (4 V^n e;i/7x-;U) :J-i|r 
•9-y-;i/-4->f ;u) 7x-;i/;>«f-;l/-?^:t) g^®?. 

20 99) 2- (3- (2- (5-J><-^;i'-2-7x-;i/f^7V-;W-4--f;P) X 
h + v) 7x^;uptf-;i/f-:j-) g^gj, 

100) 2- (3- (2- (5-^f';i'-2- (4 -r^^w^x^;!/) 
;i/-4->f;u) 7x-;u;)«f-;i/f-:^) g^g?, 

101) 2- (3- (2- (5-x^;^-2-7x-;^3^^<9-y-;^-4-'f ;w) 
25 xh^'» 7x:::;U;>J^;U^;j-) g^gj, 

102) 2- (3- (2- (5-p«-^;u-2- (4 -^>f-;u7x-;v) ;t-^-9-y 
-;u-4--f;i') xh^v) 7x-;i'>f-;i/f-;^-) g^K^ 
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103) 2- (3- (2- (5-^f-;W-2-v:^n^:1rv;U:i-^-9-y-;i/-4- 

104) 2- (3- (2- (5-;j<f-;P-2- (4- (2 f-;i/7'a lf;l/) 7i 
5 105) 2- (3- (2- (5-^^;^-2- (4- t-7'^;U7i-;l') 

V-;u-4 --f;!/) o^h^v) 7j:-;upt^;i'^:j-) g^®?^ 

106) 2- (3- (2- (5-^.f-;i/-2- (4-'>^'0^^v;U7j:-;1/) t 
^•9-y*-;i/-4->f;i') J^h^v) 7i-;i/^-?^;i/-?^:j-) ft®?, 

107) 2- (3- (5-^-^;i'-2- (1, 3-'Jir^-^>(>ry-5-^ )\^) 
10 :t^-tV~;u-4-^;i/^ h^v) 7x::^;U^f^;Uf-:^-) g^^, 

108) 2- (3- (5-^^iU-2- (4--f vyotf^l/yi^;!/) ^j-i^Hj-y- 
;i/-4-'f;w> h^v) 7i-;upif^;u^;^-) g^gs, 

109) 2- (3- (2- (4-^^il/-2-7i-;i/:i-^"9-y-;U-5-'f ;l/) 
ih^v) 7i^;w^^;w^:j-) g^SJ, 

15 110) 2- (3- (2- (5-p<^;i'-2- (3, 4-v^ h+v7i-;^) t 

111) 2- (3- (2- (5-p<-^;u-2- (4-;<-^;H:f^7v>-l 

112) 2- (3- (2- (5-^^;l/-2- (If 'J vV-2-'f;i') :j-4r^V- 
20 Xh^^v) 7x^;l/;»«^;l'f-;}-) g^g?, 

113) 2- (3- (2- (5-^^;i'-2- {^t7j^>-2-^)i^) 

114) 2- (3- (2- (5-p«f-;i/-2 - (4-':^^^;wT5y7x-;i/) ^ 

4r"<J-V-;i/-4-^;u) xhc^i/) 7x-;P;>if^;i/f-:t) gt^. 
25 115) 2- (3- (2- (5-^^;^-2-v^'^^>f•;^:j-4^•9-V-;^-4- 
^;^) xb^v) 7xx;u^-^;uf^t) g^®?. 

116) 2- (3- (2- (5->f-;U-2-v^'nype;W:^^H?-V-;l/-4- 
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117) 2- (3- (2- (5-^-^;l'-2- (4- (1, 2, Z-^TVTV- 

5 118) 2- (3- (2- (5-^^;l'-2- (4- (4-^f-;^-l, 2, 3- 

119) 2- (3- (2- (5-^^;i'-2- (77:'-2-'f A/) 
-4-'f;i/) J^h+v) 7i-;w^^;i/^:*-) g^i?, 
10 120) 2- (3- (2- (5-^f-;w-2- (ii°';v>-4-^;w) ^^-^J-V- 

121) 2- (3- (2- (5-;>»^;i'-2-7x-;i/;j-^«i^V-;i/-4-'f ;u) 

122) 2- (3- (2- (5->>»-?^;i'-2 - (bf V v^>- 3 ->f ;l/) r^-^-ify- 
15 ;i'-4--f;u) xbc^v) 7x-;w^^;i'f-:i-) g^^> 

123) 2- (3- (2- (5-^f-;i^-2-7x-;i/:*-^-9-y-;i/-4--f;i/) 
J^h^v^) 7x-;i'>^;i/^^) -2->'<^>'W7'ny\*>'®j. j:.^;1/jl;^x;K 

124) 2- (3- (2- (5-;^f-;u-2-7x-;P:i-^-i^-V-;i/-4->f ;i') 
J^b^i/) 7x-;i/;>ff-;i/f-^) -2->f-;i'7"n>^N*>®?, 

20 125) 2- (3 - (2- (5-^^;i/-2- (1, 3-v':t^•9■^>^>-5- 
-f;^) ^^•9-v*-;i'-4-'f ^i') J^b^v) 7x-;i/p{h+v) B^gf. t-:/ 

126) 2- (3- (2- (5-.<f-;W-2- (1, Z-V9r^'ft^y 9"^ 
^;w) ;a-4r-9-V-;w-4-'f;i') xh^'» 7x-;kpih^v') WSSi. ttz\t 
25 i/w(i-?-ti'b<07K»-e*^tt^<^®H4|Bm<^'fk-^tjo 

8. it^m^K 
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1) 6- (3- (4- (4 -p<f-;W7ji-;k) f^TV-;u-2 --f ;Pp< h4rv) 

2) 4- (3- (4- (4-p<f-;i/7x-;i/) •?^TV-;w-2-'f 

5 3) 6- (2- (4- (4-^f-;i/7i-;l/) f-TV*-;i'-2--f;i/p{ h^v) 

4) 2- (5- (tr7x-;l/-4-^;W->» h4rv) -2-- hn7x^;i/^-f-;i/ 

5) 2- (3- (tr7i-;i/-4-^;i/-?f -4-- hn7i-;i/^-?^;P 

10 Bl®?- p«^^uj^;^t;k 

6) 2- (3- (2- (5-^^;U-2- (4- h U 7;i/:^-np(^;i/7x-;i') 

7) 2- (3- (2- (5-P<f-;W-2- (4-7;i/^D7x-n/) ^j-^HJ-V- 

15 ;i/-4-^;i^) xh^v) 7x-;i/^f-;uf-:t) g^S? • ^ f--'i'x;^-r;i/, 

8) 2- (3- (2- (5->^;i'-2- (4-^'nn7x-;P) ir^'^y-}\^ 
-4-'r;i/) xh^v) 7x-;uj>i-?^;i/'?^:j-) g^K • >>«f-;vj:.;^f-ii', 

9) 2- (3- (2- (5->>{^;i'-2-7x~;U:i-4r-fV-;i/-4-'f;i') X 

20 10) 2- (3- (2- (5-^f-;w-2- (4 h D 7^-;!/) 

;u-4->f;i/) xh^v) 7x-;i/^ f-;i^f-:t) StS? • ^ f--'^xxr;u, 

11) 2- (1- (3- (2- (5-^-^;l/-2-7x-;i/:t^"9-7'-;w-4 - 
>f;i/) xh^^v) 7x-;u) jL^ju^t) B^S? • ^f-^l'-^^^T^K 

12) 2- (3- (2- (5-h';7;i/:i-npt>?^;l/-2-7x-;P:t^'<J-7'-;i/ 
25 -4-^;i') xh^v) 7x^;i/^f-;wf-:t) M • ^ ^;ux;;^-r;l/, 

13) 2- (3- (2- (5-;<^;i'-2- (2. 2 - v7;i/:tn - i , 3-v 
:i-+-<f-f >^^>-5--f;U) :t^-tV-Jl'-4 -'f^U) xh + v) 7xx;Upt 
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14) 2- (3- (2- (5-^f-;w-2- (2. 3, 5, 6— rh77;u*n 

5 15) 2- (3- (2- (5-^^;i'-2- (3-:J'nn-4-^f-;l/7aL-;i/) 

16) 2- (3- (2- (5-^-?";l'-2- (4-b V7;W:j-D;.{ hit^v7i- 
A') :i-*'9-V-;i/-4-'f ^W) xh^'» 7i;::.;i/^"9^A'^^) 

10 J^7.-r)\^. 

17) 2- (3- (2- (5-P<-^;U-2- (3, 4, S-hV^h^vVx- 
)V) :t+'9-V'-;w-4-'f xh4r'» 7i-;i'^f^;V'"?^:t) B^K-pif^;!/ 

18) 2- (3- (2- (5-;<f-JW-2- (4-;>«f-;l/f^*7i-;l/) ;j-4r"9- 

19) 2- (3- (2- (5->f-;l'-2- (3--ba-4-p{^;W7i-;w) 

20) 2- (3- (2- (5-^f-;w-2- (1, z-Vi^^^y(yiry-^- 

20 '^-'^) ^^•9-y*-;i'-4 -'C;!') xh+v) 7x-;l^) g^i? • ^f-;l/a:.Xx;^, 

21) 2- (3- (2- (5-p«^il'-2- (3, 4, 5-hVP<h+v7x- 
;i/) tk^V-)V-i^-y( )V) xh^ri') 7ix;i/) fi^K • ^^I^xXr^K 

22) 2- (3- (2- (5->>»^;W-2- (4 - h V 7;l/:i-n^ hi^'>7x- 
;i') :i-#'^J-y-;w-4->f ;w) xh;^«» 7x-n/) B^K? • ><-^;i/x;;^r;K 

25 23) 2- (3 - (2- (5-^^;u-2- (2. 2 - v7;i/:t n- 1 , 3-v 
t^-^^y'fy-^->()V) Xb^v) 7x-;l') 
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24) 2- (3- (2- (5-p<'f;W-2- {4 - h 7 ^i-)V^ty 
--ft') :j-^'9-V~;i'-4-'f;w) ^h+S/) y jL^-n^^'f-ju^ir) B^gj-pif- 

25) 2- (3- (2- (5-p'f-;W-2- (4-vT/7x-;P) 
5 ;i'-4 — f;i/) ^h^v) 7jc-;vp«f-;i/^:i-) f^g? • 

26) 2 - (3- (2- (5-p<f-;i'-2- (4 -'>^ n^^v;i/7xci;i/) t 
^•<^y-;i/-4-^;W xh^'» 7x-;i/) i^S? • p{-?';wj:.^r;w> 

27) 2- (3- (2- (5-P<f-;W-2- (4 ^^^UT § y 7x-;i/) 
4r"9-V-;i'-4--f ;u) 7xa;i/) • ^ 

10 28) 2 - (3 - (2 - (5 ->-?';l/-2- (■9":i-7x>- 2 -'f ;i/) :i-+-9-V 
-;i/-4-^;u) a^h^v) 7x-;u) f^gj • ;>if-;i'i;^-r;K 

29) 2- (3- (2- (5-p«^;i/-2- (7 7 2 ->f /I/) 
-4^^n^) ji\^if-i/) 7x~;i/) B^K • p<•^;^a:.;^•r;K 

30) 2- (3- (2- (5-;><f-;i/-2- (tf U 2 --f t^-^^/- 
15 ;p-4-^;i/) jTh^v) 7x:^;i/) • ^ f-;i/j^;^-f;^> 

31) 2- (3- (2- (5-^^;i'-2- (4->^;l^-l, 2, 3-^7^ 
rV-;i/-5-^jO jf+-9-7'-;w-4-'f/i') J^h+v) 7x^;i/) g^gj . 

32) 2- (3- (2- (5-^-^;i/-2- (2. 3, 5, 6-Thyy)\^tX3 
20 -4-^-?^;i'7x-;i/) t^^y-)\^-4-^ )U) j^Y^i/) 7x-;u)B^^. 

33) 2- (3- (2- (5->^f-/l/-2-v'^'a^^v;U:e-^-9-y-;l/-4 - 
>f;i/) ib^v) 7x-;l/) g^ffi? • pt^;wj^;^x;w, 

34) 2- (3- (2- (5-;<^;i'-2-v^'n^>f-;U:i-4"iJ-V-;P-4 - 
25 >f;i/) xhc^v) 7x-;u) g^^ • ^^;ux7.r;i', 

35) 2- (3- (2- (5-^^;i'-2- 'J 3 --f ;U) 
;l/-4-'f;i') J^h+'>) 7x-;i/) g^K • p«f-;l/x;;^f-;i/, 
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36) 2- (3- (2- (5-pf-^;W-2- (if'J 4 t^'^V- 

37) 2- (3- (2- (5-^-?';i'-2- (4 -f^Hf^^'^^- 1 — f;i/) 
5 38) 2 - (3 - (2 - (5 -pt^;l/-2- (4 -^^;U^:i-7i-;W) -^^^ 

39) 2- (3- (2- (5--?«f-;V-2-->^'n7'ntr;l/:t+-9-V-;l'-4 - 
>f;i/) ih^rv) 7x-;i/) ftgj- ^^;i/x;^-r;K 

40) 2- (3- (2- (5-^f^;i/-2- (^yV>-2-^;U) 

41) 6- (3- (4- (4-p<^;W7jc-;1/) 'f-T'/-)V-2-^ Y^i/) 

42) 4- (3- (4- (4-P»f-;l'7x-;l') ^TV-;i/-2 — f;l/^h4rv) 

7i^;u) -/^i-^. 

15 43) 6 - (2 - (4 - (4-P«^;i/7x^;i/) •^TV-;i/-2 — f;u^ h4r-» 

44) 2- (5- (lf7x-;l/-4-'f;P^ h^v') - 2 h n 7x-;i/;< 

45) 2- (3- (if7x-;i/-4 — f -4--hn7x-;w>(f- 
20 ;^f•5^) S^m. 

46) 2- (3- (2- (5-^f^;u-2- (4 - h V 7;U:i-n^ ^;i/7x-;l/) 
:i-+"<?-V-;i'-4->f Jp) 7x-;i/^^>^t) B^®?. 

47) 2- (3- (2- (5-^^;i'-2- (4 -7;i/:^-n7x^;u) 
-;u-4->f;i/) xh^i/) 7x-;i/^f-;i/^t) g^^. 

25 48) 2 - (3 - (2 - {h-^'f-)V-2- (4 -^^nn7x-;i/) ::^-^'9-y*- 
;^_4_>C;^) xhc^V) 7x:::;l/^^;l/^:^-) gt^, 
49) 2- (3- (2- (5-;'«-?^;l'-2-7x-;i/:i-^-i^V-;V-4 --f ;i/) 
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50) 2- (3- (2- (5-^f-;i'-2- (4--h07i-;U) t^^V- 

51) 2- (1- (3- (2- (5-^f-;i'-2-7jc-;i/t*"9-V-;l'-4 - 

52) 2- (3- (2- (5- b V7;W:i-nptf-;i/-2-7i-;i';J-^-iJ-y-;i' 
-4-'<;i/) J^b^v) 7ac-;i/;><f-;Uf-:j-) S^SJx 

53) 2- (3- (2- (5-^f';u-2- (2. 2 -S^7;i/:l-n- i , 3-^ 

54) 2- (3- (2- (5-p{f-;i/-2- (2, 3, 5, 6 -x h 7 7;!^:^- n 
-4 ;W7x-;i/) y-jp- 4 -yf ;p) ih^^rv) 7x-;i/> 

^■^) fit^, 

55) 2- (3- (2- (5-^-?^Jl'-2- (3 -^^00-4 -^f^;l'7i-;U) 
15 :i-+-ij-v*-;w-4--f;w) :^Y^'y) 7x-;wp< g^i?^ 

56) 2- (3- (2- (5-P«f^;U-2- (4 - h 'J 7;l/:i-n> h^v7x^ 
JW) ir^-^V-)V-A-^ )\^) ib^v) 7x-;l/^-j^;Uf-;J-) j^^, 

57) 2- (3- (2- (5-;>«^;i/-2- (3. 4, 5 - h 'J ^ h ^ v7 x ::i 
;W) :i-+^?-y-;l'-4-'f Jl') 7x-;i.^^;i/f-:j-) g^gf, 

20 58) 2 - (3 - (2 - (5-^^;U-2- ( 4 ^;W-?^:^-7 x^;l^) + 
V-;u-4--f;w) J^h + v-) 7x-;v>f-;i/f-:t-) S^iJ, 

59) 2- (3- (2- (5->f-;i'-2- (3 h n-4 -p<f-;U7x-;i/) 
:i-^-9-V-;i/-4-'f;i') xh4r'» 7x-;l/p<-^;Wf-:j-) g^i?, 

60) 2- (3- (2- (5-^f-;l/-2- (1, 3-y:i-^"9->f >/>-5 - 
25 ^)V) t^'^V-)V-4-^ )\^) ib^v) 7x^;i/) g^SJ, 

61) 2- (3- (2- (5-;<f-;l^-2- (3, 4. 5 - h V ^ h^v7x- 
;W :i-^"9-V-;i'-4-^;i') ih^v) 7x-;i/) g^®j, 
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62) 2- (3- (2- (5-;<f-;i/-2- (4 - h V 7;W:t-D^ h^i/^jc- 

63) 2- (3- (2- (5-^f-;i/-2- (2, 2 --:^7;i':J-n- i , s-i; 

5 g^S?s 

64) 2- (3- (2- (5->f-;W-2- (4 - h V >';i/:i-ap«^;i/f-:i-7x 
-A/) :J-^HJ-V-;l/-4-'f;l') xh:^v) -7 x.=.)\y:f>^1^^'^) W&i. 

65) 2- (3- (2- (5-^f-Jl/-2- (4 -v'Ty 7i-;i/) :J-^-9-y- 

10 66) 2 - (3 - (2 - (5-p<^;W-2- ( 4 - n^^i/;U7 i-;l/) 
^•9-y-;i'-4--f;i') J^h^v) 7i-;i^) B^S?, 

67) 2- (3- (2- (5-^^;i/-2- (4 -v?^-^;i'T< ^ 7x-;i/) 
^•9-v^-;i'-4-'f ;w) J^h^i/) 7i-;v) g^gl. 

68) 2- (3- (2- (5-p«f-;i'-2- >- 2 ->f ;P) :*-+"9-y 
15 -;i/-4-^;w) 7x-;i/) S^ffij, 

69) 2- (3- (2- (5-P«-?^;i'-2- (77 2 -'f :i-^-9-y-;l/ 

-4->f;i') o^h+v) 7x-;w) ft®?. 

70) 2- (3- (2- (5-p«^;U-2- (e';v>- 2-^/1') 

20 71) 2- (3 - (2 - (5->-?";U-2- (4-^^;W-l, 2, 3-^Tv 
TV-;u-5— f;v) :t4r-9-V-;i/-4--f ;i/) J^h+v) 7ai-;U) ft^, 

72) 2- (3- (2- (5->-?^/l'-2- (2, 3, 5, 6-xb77;U:i-D 
-4-pif';i'7ji-;w) :i-^'9-V~;u-4--f ;v) Ji^h+v) 7x-;i') ftK, 

73) 2- (3- (2- (5-;>«f-;i'-2 -v^n^:^v/;i/:fi|r-9-V-;u-4 - 
25 J^h^v) 7x^;w) fti?, 

74) 2- (3- (2- (5-^^;W-2 -v^o^>f-;^:^■^•^^■V-;^-4 - 
.f;i/) ih^i/) 7x-;u) ftK> 
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75) 2- (3- (2- (5->f-;W-2- i\£^) 'J> - S -4 )V) t^^:/- 

76) 2- (3- (2- (5-;»»f-;i'-2- (^V 4 — f ^W) :i-4r-9-y- 
;U_4_^;p) j^fi^rv) 7x-;l/) S^®?, 

5 77) 2 - (3 - (2 - (5 -^f-;U-2- (4-^f-;Hl'^yy>-l--f;i/) 
f-TV-;i'-4--<;w) o^h^v) 7x-;i/) g^gj, 

78) 2- (3- (2- (5-;)»f-;i'-2- (4 -->t^;i'^:i-7x-;i/) :j■i\r^^ 
V"-;i/-4->f ;i/) xh^-» 7x-;i/) I^K. 

79) 2- (3- (2- (5->«^/l^-2-v^^n7'ntf;l/:j-;^HJ-y-;U-4 - 
10 >f;i/) J^h^v) 7x-;i/) B^^, 

80) 2- (3- (2- (5->-?^;w-2- i^y')y-2-^)i^) t^^^v- 

81) 5- (3- (2- (5-;>'-?^;W-2-7x^;i/:t-^-9-v^-;U-4->f;l') 
j:.h^v) 7x-;i') -2, 4-'f-T^/V-JyVt>. 

15 82) 2 - (3 - (2 - (5 -;<f-;l'-2- (3-b V7;l':j-n^ h^v7x- 
^^■ifV-;i/-4-^;i/) xb^v) 7x-;i/) g^^ • ;^-?^;uxxr;K 

83) 2- (3- (2- (5->"?^;i/-2- (2-h';7;W:t-n;>{ h^i/7x- 
>u) :j-^-9-v'-;w-4-'f ;p) xh^v) 7x-;i/) ffiS? ♦ ptf-;i/xXT-;w, 

84) 2- (3- (2- (4-ptf^;l^-2-7x-;l':^-4r-9-y-;l'-5-'f;i') 
20 x h:^rv) 7x-;w) B^S? • ^•?^^i^x;^t;1/, 

85) 2- (3- (2- (5-^^;W-2- (3 - h V 7;i/:i-P> h^v7x- 
;W :a-^-9-y-;i'-4->f;W) xh+v) 7x-;i/) S^K, 

86) 2- (3- (2- (S-^f-;!'-^- (2~ h';7;W:tD^ hi<r'>7x- 
il') :i-^"9-y-;U-4-'f ;i/) xb^'>) 7x::^;l/) ftgj, 

25 87) 2 - (3 - (2 - (4 -p£f-;w- 2 -7x-;l/:t^-9-V-;U-5 --f 
xh^v) 7x-;i/) S^^, ttzi±^ixh(Df^m\SEM. ttzii-^iih(07m^ 
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Sequence Listing 
<110> ONO Pharnaceutical Co.. Ltd. 

<120> Carboxylic acid derivatives and medicines containing ttie same as the active 
ingredient 

<130> 0NF-2923PCT 

<150> JP 10-058444 
<151> 1998-03-10 
<150> IP 10-087560 
<151> 1998-03-31 

<160> 3 

<210> 1 
<211> 85 
<212> DNA 

<213> Artificial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response 
sequences 

<400> 1 

tcgacggagt actgtcctcc gcgacggagt actgtcctcc gcgacggagt actgtcctcc 60 
gcgacggagt actgtcctcc gagct 85 

<210> 2 
<211> 9 
<212> PRT 
<213> Unknown 
<220> 

<223> Nuclear localization signal derived from SV-40 T-antigen 
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<400> 2 

Ala Pro Lys Lys Lys Arg Lys Yal Gly 
1 5 

<210> 3 
<211> 9 
<212> PRT 

<213> Influenza vims 
<220> 

<223> hemagglutinin epitope 

<400> 3 

Tyr Pro Tyr Asp Yal Pro Asp Tyr Ala 
1 5 
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